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Abstract 



PROBLEM TO BE SOLVED: To provide an aromatic sulfonamide derivative having high cell cycle 
inhibitory activity, and more useful as an antitumor agent than conventionally known aromatic 
suifonamide-based antitumor compounds. 

SOLUTION: This sulfonamide derivative is shown by the general formula (1), wherein, ring A a 
(substituted) benzene ring or (substituted) thiophene; X is a group of the formula CH=CH or the like; n 
is 0 or 1; R1 is H, a 1-6C alkyi or the like; R2 is a 1-6C alkylene; and Y is cyano, a group of the 
formula CONR3R4 (R3 and R4 are each H, OH, a 1-6C alkyI or the like) or group of the formula 
S02NR5R6 (R5 and R6 are each H or a 1-6C alkyI). 
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[0081] ^smT^. mx.\^.. mm.-^:^^z^^, 
s. 

[0082] (m4XS) iffi-^ 

*XSii, -fb-^ (4 ) A»f.-(b-^ ( 5 ) ?rgiS^SX 
•^^r*)^?. ^RStt*g^J4>. -(b^ (4) 

^ (5) ^^ssife-ca^o. m3Xgi:ll««^:&aT' 

[00831 (II5XS) Hftfi^a 
*XS{4. -fb^ ( 5 ) A^^.'fb^ ( 1 - a ) SrfBtr 
l>XiSrS)i.. ■r=Sr;b*>, ^vSttl§3<J'4' , -fb-^^^J (5) 
-«e^^rl8t«S*fr-C'ffii«SL, -fb-^iia ( 1 - a ) 

[0084]Mi.tf. R«*>*xh7t Ha77x;USt' 

rjb-^!|U (i-a) $:f#s^r&-cfcs. 

[00851 filffl^itS^Jt LTti, SiSi&lt*-^ 
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ti^rv^*^ Umizli. ^^^y. '^f-^v. 'J:/d^ 
y^ h/ux:x, ^i^uycoXd^y^^mtAimm: 'J 

ni^KcT) J: -5 KcAil^^^yM ; p - hyUx>'X;l'*>'K • 
lS^:if3&*«>{f^ix. iSfjitc:J4p-h^Uxyx;i'*i'B!- 

[00863 KiSisffiw, -(k-^. mmizx o^g^k-r 

M2 0^ST'*>l.. 

[0087] KiBiRT^s MiJf. RJ5JR^*fc:ar, 

[0 0 883 <BX§> 

(^6X3) m: 

*XSJi, -fb^ ( 3 ) A^/^'ft-^ ( 6 ) $:iiBt^§X 
-r^Jb^. ^PvSttiSa'J't'. -ft-^ ( 3 ) 5rig 

[00893 mm^tihmmt txts, ^$:Ra«Hf 

^«±^V^««. I3t@IC(±. 'v=¥1?-:^. 'vy:?^', U^O'f 

y^ h/\,jiy. ^iyi^y<^Xo^j:3^^mtyiimm: 
9'axi}nsy, yxi\2iSi}VJ^m<r>t\u'fy{amc;/li^^^ 
*«*ff^ii. 4*lC»a(Ct±, >'-^'ao;><:J'i^. :J'no;J? 
)VJ^m<r>>\u^y\YM3^W^X'h h . 
[00901 mA^tx-hmcMii L-C{±. m-^aaaa 

[00911 wmm&i. ^-^^ mm\izi. o3E<tr 

&3&<. j1^o;p;M4ox:t-s.'3, »)StcJ±. io:;bM3 

[0092] KJis*jT^. mui. Rjejst^^tcar. 



-j-hU'^AneMM^, mfi^m=k-th^t\.zX'>x%t:> 

0 , Wmmth i: t S . 
[00933 (S7XS) Wi^^m 
H^IMM. -fb-^ ( 6 ) ( 7 ) ^isit-rsx 

-r^ri?^. ^RSffifSPJ^". -ft^ ( 6 ) S-K 

maxg t iRl«<^:fr&-ciT 3 c: t **t-§ . 

[00 94 1 (m8XS) 

*XSJ4, -fb^ ( 7 ) ( 1 - b ) SrfiBt^ 

axsTfe*. -ttcio^y. ^wmm^. -fb-^ ( 7 ) 

-fb^ ( 1 - b ) ^r'^h-^mx-h 0 . B3XSi:l5|«<0 
[0095] (II9XS) IS&k 

*XSJ4. -fb-^ ( 7 ) *»^'fb-^ ( 8 ) ^SlJSf SX 
S-Cfcl.. -r^^^j, ^vSttiS^J't', -fb-^il^ (7)5-. 
i^lSltm^SycOflPflET, HNR3 0R9S:RJ6S-*. -fb 
(8) 2r#l.:6ri£-C-S> 0 . SI3XghR«(5D*ffiT- 

[00961 (mi oxs) ma 

*XS14. -fb-^i^J ( 8 ) tl-h^-^ (1 - b ) Sr^Btr 
SXSTJ>S. -r^:*>l5.. ^SttiSW*. -fb-^ (8) 
-iKe<)^:ffii«^f^-C'ffii«aL, -(b-&!|*!l (l - b ) 

[00 97] <CXg> 

m\ IXS) T;Pdf;Hb 

Yb^ ( 1 - c ) ^^m-hJLWchh. -rti-hh. ^ 

H ( 2 7 ) ^RjC^-tt, -fb^ilJj { 1 -c ) 

[0098] {m \ 2XS) Bs-fb 
2|=XSJ4, -fb-^ ( 1 - c ) *»4>-fb-^ { 1 - d ) 

( 1 - c ) ^mmx'9mLx. -fb^fei (i - d > 
4:&STJ>o. f^eiLmtmk(^l3mx'^o!ibifiX'^ 

[00 99] <DXS> 
(|gl 3JM) 

*:XS{4, -fb-^ (3a) *»^>-(b^ (3b) SrSBtf 
SXiST-3i&, -r=5:i5^. ^'i^^mW. -fb^ (3 
a ) ^WmX'9mLX. it-^ (3b) 

[0100] m^^lx^mjtmb fCli. ffilSiO.}: 
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[0101] mm^tLtmmt t-cti, rjests*-^ 

]i=5rv^*>\ imizli. ^^J-)V^ :su9 J—iv<r>i.otsi 

hifi. ajt-2 0Bsi oo'CTft'j, wm,z.\t. on 

O^-fb-t^Ji^. jiSlJ^jM2 4i^T'2>'3. »iSt::t±. 
lJbS5^T'S>&. 

[0103] RmmTmi. mmi. ^mm^-Pj&Lxm 

3<J> ^y-fe'y. X— f ;K if®?x^;u^:i;Ttt 

[0104] (m 1 4 xe) :xjUTti—fi^it 

^t-^ (3b) a^t^^t^^ (3c) SrSit^ 

T, -fk-^ (3b) tCA;l':i^:i;W'i^Dy HSrSJC^Ht, 
-fk^itiS (3c) &#-5*:fe-c*>2.. 
[0105] m^^tLimf\t LXii. SflS^rffl^-^ 

mt^j:^^i}K iimf,z\t. ^^"i-y. ^y^^y. u^o-f 

Sillix— r^l'OJ: d^rltlifiSl^-fbKasa ; ^y-*£ 
y^ h;l.xy. ^>'^y<7)j: p;3:5?SiK^-fl:7K*» : 

^; v-'x^ypx— x/U, yrDtr;Px— xyW. f-h 
^tHo^^V. i^:*^lf>'(?3J:d^:x— r;l^: 1. 
3 - s^'^ 3 . 4, 5. 6— rh9tFn-2 <1 
H) -fl) SixV^- (N, N' - i/;^ N , N' - 

rat:u>">^r. dmpu) . n. N-i^jii-iUT-^ 

hrs H (DMA) foio^rrs K!S*^$>tfA>ix, 
[0 1 06] filffl$tL«.^»fcLT(±, f';x^;Pr* 

y. MJy^yUTSy. i^-f yrofyi-x-^yUTi^, 

/trui^v. 1, 8->''r-rbV:?Di5.4.o3'>>'-r^ 

-7-x>'<7)i5^r*«»S«?a*%ff'c>n, »ast:ii. 
fUi/v. hyxf-zurs^-, n-;>< >"C 

[0107] aSJliSli, -fb^, SS, ^m^lcJ: 0 

^•(b-r s*^ a«- 2 o'c:PfM4 o*c-r-* o . isM^z 



14, OX:BS30*CT'J)0. RJEB^rati. -fb-^?5j, SJSE 
J: 0^itt^*K ®« 1 B52 4i^ia-CA *) . 

[01081 ^umT^. mtii. Rji5jasr*(c^r, 

[0 109] <Exm> 

(miSXS) HeckSJS 
3|s:XSJ4. -Tb-^ ( 9 ) i:jb^ (10) *»ii><b-&!R!l 
(11) SrSBrrsXST&S. -^i5*>, ^vS14^ 

( 9 ) tit-^m (10) SrRieS-if. -(b^ (IDS: 

[0110] «ffl$ixS?§S<Jt LT«±. -RiBSria^-ti: 

[01111 im^tLi^^^^i^^M.fmt Lxii. sm 

[01121 < yb UT{4s b 'J 7x 

=.)V-^.xy ^y. hi) o - h < y^s^^hW 
f>ix. tmtcii.. hVo-h- *)ivHixy < yX'hh. 

[01 13] aE5iae{4, -fb-^- ms.. mmmi.zx o 
^^•ri.i&^. a«2o*cj!iMi 5 0'ct:-*o. tm^z 
ti, 8 O'CBS 1 0 ox:x'h 0 . rje^j±. -fb^, 
KjjrtSiK^c i •) ^^-fb-r s *\ 1 JbiE 2 4 b*^t'& 

[0 1 1 4 1 ^mTtk. mi.\i. K^^Tmu^b 

f-;w^i:car, ^m^i^ni-hzbizx-yxnt^ti 

ill). RlfiilcJ:'?. =S-a:7n-7hfe4v^{±Si^aai;i 

0 . *fii«ia-r 6 c 1 1 -c# «. . 
[0115] (mi 6xm Mjt 

*XSJ4, -fb-^ (11) ti^h-ft^ (12) SriSitt- 

1. xaTj>s. -t^si^iy. :^m^mm'i>. ( i 

1 ) ^mTtmx^imLx, -fb-^ (12) ^n^irmx 
SbO. mi 3Jimbmm<^i3&xnd:Lbti'x^i>. 

[0116] (m 1 7 XS) x;l^*::i/Wk 
2|sXSl4, -(b-^ife (12) b:^fl'^'-fl'9^ 'J H ( 2 
8 ) 3&>^^b-^ (2a) $:S!fJti-SXSt'*)l.. -r=5r*> 
*>. ^vS14}§lf"J4<, ^Sco^pST. "(b-^ ( 1 2 ) tcx 
/U*x/U^' D "J H (28) «:RjeS-fr , -fb-^ifis (2a) 
inh^X'hh, 

[01171 im^tii,mmb Lxit. Rsamm-t 
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ti^v^*^ tmizii^ ^^^y, ^y^'y, y^o^ 

^tHQ^^^-. i'*^^=^^■9■>'<0J:^^:X— r/PS: DM 
PU. DMAcOio^rTS Ha*f*)tf^>n, i^tcSStw 

[0 1 1 83 figffl$ni>iSSi: UTJi. bUxf-;ur5 

ytf'Ji^V. 1. 8->''riJ't'£^j?a(5.4.0)'>yT:J' 
-T-x^oid^r^flSJfi^AJfcff^)*!. fm\.zii\f 

[01193 SIcJMi, -fb-^. ISS, ^^B^tcJ: 0 

31«-2 0'C71jS4ox:-c'*'5. iffjatc 

{4. O"C7^^3 O-CT-fc0, Rlt^raJi, -ft;^. RJK? 

«fistc{4. iB^siefiar-ft*. 
[01 203 ^*iTa. wi-tf. rat?a$r*icar, 
*ts»L^:v^sij, ffii;e;if'<.>'-fe'y, x-T-;i^. mm 

x^/U^t'T-ttaiL-, ttai?KS:, tK, i^v^T, ^fP:^S 
[01213 <FXS> 

2|s:Xgt4, (13) i:^;l'*x;p^'a»J h' ( 2 

8 ) *»/^.-ft-&!(^J (14) ^mm^hTM-vht, -t^h 

^•iswm'i'. »ssio#4T> it^^ {13) izx 

7l/*c:.;P^'o h- (28) SrRJS^Ii:, it-^ (14) 
Sr#S:)^T^) 0 . IP1.7lSkll^c?)*^-C-fi=:3^i: 

[0 1 2 23 (HI 9XS) Ti^/P-ft; 
2tEXSt4. -fb^ (14) i: tru zP-1f>'K ( 2 
9 ) *»A>'<b^ (2b) Sri8Ji^SXS-Cfc6. -f ^ri) 

( 1 4 ) t^ei; (29) S:R]S?$-^. -ft 

[01 233 ^^ithm^lb tXti. ^SriflS-ti: 

t4^V->*J, iMttti, 'sr:?>-. D^i^D>f 

tfihW^iX. #tC|!mC(±, i/'i'Qn ^'OQ;n 



[0 1 24 3 i$ffl$ii2.lgai:L-C{4. hUxf-zurS 

y, h'j:/^;ursy« i^-f yrat/uxf-zprsv, 
yei;-;^^. i, 8-i^T-fb'v^'n(5.4.oj>>>'T^' 

-7-x>'<7)J:9 5S:^raiS»3i*<ifctf^>iT.. »3St=<4. 
h U xf-zP r 5 >- , N "i-lV^jV-Ai 'J yfai I) . 
[0 1 253 mi^tchmiffii:. LX{±. i^i^^u^^ 
i/'ZV'^&ZU^Ks^M S K (DCC) s N-Xf-zW-N" -J/' 

;><f-zuTS yroezu^zi'.-Ki^W s H (wsc ) CO J: a 

^^zUrfJi^'-Y 5 h'JS ; ;^z^d^xz^^^'-f 5:*^V-zP, -Jx 

SH (DCC) , N-Xf-zP-N' -i^V^ZPTSyr 
atfzl/;*zW;Kv'-f 5 K (WSC ) (Oi o ^sijlVif^-JA 5 

[01261 «|^Jt UT. -J'y9u^^iy)VinVif'^iy 
* F (DCC) , N-Xf-zl/-N' -V:i<^)Vr\J 
raezu;^zkd<i''>f 4 H (WSC ) <0J: d^r^zP.Ki^-f 
5 >'!SSrfflv>S h%\z\t. 1 -t Hadpi^'<.yyh y T 

[01271 sjjsasji, -Tk-^. mtm\;zi, o^str 

31^07^54 O-CT'J)'), iifigtcii:. 1 0:Fblg3 

-ftrsj&i. iisi:n)S2 4^^-c-«>o. ^mzM^ ytj 

[0 1 281 RJ«3!*Tf*s mUi. RlESRSr^tar. 
*i:iSSlt=5:V^J^J, f?9;c{f . '^iy-fe'y, x— f/l-, P 

[0 1 293 <GXg> 

{m2oxm) j^zi'^xzHb 

2|s:XS{4, (15) k XZUd-v-/P:5' C7 y H ( 2 

8) tfi^it^m (16) IrSJi^SXSTfcS. -^=5:*) 
*>, TvStt?SS'i4'. ffi*0#l!ET. •fl:-&i|Sj { 1 5 ) JCX 

/U-iix-fl'^VJO H (28) 5:KJE$ii:, -fk-^?^ (16) 

?r#s:^-e* 0 . ipn 7XSk |si«o:^t:if d z t 
tf^X'^h, 

[01301 (Ig2 1 Xa) TJU^tHt 
2|s:XgJ4, -fk-^ (16) trzW^zWN^'f F { 2 6 
a) *»ii>^k^ (17) imm-tXMTh^. -tKcio 

■h, ^«ttJSSiJ4». a*<o^T. -(i:^ ( 1 6 ) icT 

/U^/Ws^ H (26a) $rf^ffl$ii-. -fb-^^i!) (16) 
i. :*r&T'*) 0 , m 1 X8 4: mMcoifjmX'n oZti}^ 

[01311 (^2 2XS) UttTii^m 
*XiS{4, -ffc-^ (17) ij^hit^ (18) SrSirr 
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7 ) S:<SS-C1ra*iJ>fl?U. it-^ (18) i:'iki>:fjmT 

[01323 ^^it&mit L-CI4. ^fs^mw^ 
{±^i:v^*»\ imt={±. x^j'y— /pcoJ: 

[0 1 33) filffl$ixl>iSSi:L-C{4. TkK'fbr*- b U 

[0134] ansiagJi. -fb-^. mmi,zx o^-fb-t 
-(k-ri.*>\ ffl«iBM2 4^iara!)'5> ifistcti. ij^i 

[0135] Kmf^T^. Mi.{f . Rje«t2:*twar. 

«> & V ^JiSi^B^B^lc J: D > mStWKt-^ ^ i: t S . 
[0 1 36) (m2 3XS> rShMb 

*xs{s, -fb^ (18) t r 5 y tru ( 3 0 ) 

Mb^ife (3d) *Sjt^l.XS-C'J)-2> . 'r^j:h%. ^ 
Stt«l?W«l'. «i^SiMtJf«S<^)#ffiT. -fb^ (18) 
tcr i y b'U i^V ( 3 0 ) Sr^^lir, (3d) 

[0137] affl$*LS^Ji: LTii, SJEI:PI«-tir 

{iirv^*J, iffiitcti, 's.^^f^-. ^f^y. •J^o^f 
Ciix-T-^i'COJ: d>SrltflfiSl«^b7j<^S : 
h;ux:^. i^'^vy<r>Xotc^^&mc^W^; 

^•0X2 ^9 y. i^xiuii-'.)VK^(rif\x2^y^iMA^m^ 

ifih^it^tt. m^W&f>z\,i. v-'^'oo^rJ'V, ^uuH-. 

;PA^coyNn^'i^^b«>fbikSI5S-C*S . 

[0 1 38) fieffl$*;.6*SSi:t-CJ4, h'Jx^/UrS 

ytiii;^. 1. 8-i^'r-rt*>/-i?n[5.4.o)'>:^x^ 

-l-3Lyaii.o^x^msmmimfhix. nWizM. 
[01 39] fiSffl^ilSIS^ffJfcLrti, i^'x^D'^df 



i^yU;&/U5ni^'-f S H (DCC) . N-X^;l^-N" -i^ 
;<f-7Pr 5 yTotr;P;i&;Ud^5^>f S K (WSC ) COJ: d 

[0 140] m^mt LX. i^z^^u^^i^)V:^fV^^=J 
>f (DCC) . N-x^yp~N' - i<''> ^;i^T S / 
rDtf;U*;t',-}<>'*>f = H (WSC ) <r>Xoti::^)V7f^i^-{ 

V-tV^-mzm\ -^^ZtifiX'^h, 

[0141] mmmt, it^. mnmizx o^Mb-t 

hifi. aS07!>S4 0X:-CJ>'5. OTiKSO 

1 ;VM2 41^-Cft 0 . tm^zti. 1 JbM 

[01421 sjmr^. mtii. RtsMSr^i-ar, 

[0 143]<HIg> 

(312 4im) X)Viir^-Mt 
3ts:lg{±. -fb-^ (19) i:X;l^;f.::^;I^7n U K ( 2 
8 ) (20) 5:Sat^&XSt'S>S. "t^iri? 

*>. ^ygtt^'t'. ffi«<0#irF. -Jb-^ ( 1 9 ) tc;^ 
- /U^' o H (28) $-Rf5$-li:, -(b-^ife (20) 
^»'5.*&-C*)0. mi 7Xgi:lia<^*ife-CiTdC:i: 

[0144] (m 2 5 Xg) T)^^Mt 
*Xig{4. -fb-&?«5 (20) t T;^=^f;W^5^ H (26) 
*>^>'fb-^ (21) ^-^m-hUnX'hh. TKch-h. 

^mitmUfp. a«<o#ffiT. -fb^ (20) CTyW=3f 
yUVN^-f F (26) Sr^ie^-ti:, ^-^^ (21) 

nmx'h 0 . sii xg t i^aKo*-&-c'iT d ^ t *»'-c- # 

[0 145] (^26Xg) HeckSJE 
*XSt4. -fb-^ (21) t-fb^ (10) *>i3^b^ 
( 3 e ) $:S3tf -l>XgT'$)S. -t^^iyib. ^-^Umi 

4*. ^t^if^j>.fimsx/^^:^y y^T. -fb^ ( 2 
1 ) tit^'m (10) s-sjcs-tt. •(b-^ ( 3 e ) 

'&:6-^T«> 0 . m 1 5 xs t |il«<o:frjfe-cif d c: t A^r 

[ 0 1 4 6 ] < I xs> 
(IS 2 7 XS) ;^.;w*~yWb 
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*XSli, -ffc^ (22) i::^/k:^-;u^o y H ( 2 
8 ) *>^-fl:-^ (23) ^SSiS-rSXSfJ)!.. -r^h 
*>. 5|N}Stti;^+s «SC0#^£T. <t^!ftl (2 2) IZX 
)Vt^-)\^ifu*) h' (28) SrRfS^-tt. •fk^^ (23) 
«rl§6 :frffiT'«> 0 , S 1 7 Xgi: l^«i«0:3^j£TiT ^ C i: 

[0 147 3 (112 8XS) Wt 
3|sXgli, -fk-^ (23) ;!)»ii>-ft:^ (24) 
^.XSTS)^. -r=S:*)*>, ^vSttJS^J^'. ( 2 

3 ) liZWrn^Wja^-t. (24) Sr»S*^t' 

[ 0 1 4 8 J m^^ixtfmt fCJi, SJi5Srffi»-ii- 
^«i^rv>*i. jfifTfitcJi. 'sdf-y-y, 'sy:^':^, 'J^r'n-f 

m ; i^'xf-yi'X— f-^i^, T- h ^i'tOJ: a ^irx 

'ytYnyvycnX'j ifirx— r;HIST-3!> & . 
[01491 ffiffil^ftSSTCaUi: LT{±. *^-fk'J 

[ 0 1 5 0 J RJBSiajKli. fli^. Jl^J^tc J: OSS-fL-T 

S*^ il^-7 8JbM4 0-CT'$>>9, nm^Zii^ -10 

x^^^it-fiifi. m.'fti\'m.2Am^xM. imiz 

[0 15 13 ^i»T1^. RJS«**(car, 

[0 1 5 23 (S2 9XS) K-ft: 

*XS{i, -fb-^ (24) ij^iyit-^m (25) SrMJt^ 
SXS-CJ>S. -r^:i5^. ^«tti«a«J4». -fk-^ ( 2 

4 ) izmitmi&m^it. it-^ (25) Srff 

[01 533 lt«, ^im.^-^ 

■f. iiimii'M^htm&mm-rhh(^x'hn.imizm& 

ii^^w. igmizii. ^y^>. 

5ttx-x;pcr)J: otc^mm^it^Wm. : ^y-^ 
y^ h;pxy. ^i^\^y<r>Xo^j:i^^m:Ai'Sm. : 'J 
9\pu^-^y^ 9uuTii)VJ*mof^\3'yyim.^m 
; PKxf-;ucoj; p^:xXT-;U«Ai*tf 

x;;^-r;l^T*>i>. 



[01 543 fleffl^flSBMkffJfc UTii, XBMtW^ 

^j^tfiSbiftr^tL, imizlizSi{t-7y^ytfiS)if^tL 

[01 553 acias«±. -(b-^. m?mi>zj: K>$^itt 

tifi. aK07bS4 0'Crfc'9, 10:R;M3 

it-t^i^. m^ijbm2 4i^Tif>*). tmui, m 
Ml ommvhh. 

[01 56 3 ^jmjm. mx.ii. ^^^raat. -?> 

rnm^^^-r^ztizx-^xm^^tit. mmizx 
*) . a'?hhh\> ^anm^izx o . Mmmmt 

[0 1 57 3 (S3 0XS) tS^ 
*X§«, (25) fc-ft^ (31) *»A,'fk^ 

(3 2) ^sB^tTMX'h^. -r^*3*>. ^^tt^ 

4*. KcOSP&T, -fk-^iHJ (25) t^l-fk-^ ( 3 1 ) 5S:K 

m^-^, it-^^ (32) $r^§s:^m•^)l.. 

[01 583 m^^lXhWmt LT(4, -KieSrffl*^ 

JMfciti. '}y^-i 
y. :55*x-7^/K0 i a ^rHHmSlt^bkl^ : '<.>'Hf 

[ 0 1 5 9 3 tTI4. W^i^o^M. 

[01 603 Ri5ias(±, -(b-^. ^mci ogg^tr 

I.**. ffl«07!;S2 0 OX:t*) 0 . Wm.z\i. 1 OTbM 
1 5 O'er* RJ(5^^{±. ^t-^. Sli5iaJK^lc± 
"OmCthifi. il^3 0^;n,M2 4^T'* 0 . WMZ 
\t. 17!;1E1 O^PbIT*)?.. 
[01613 S*£«j^T1^. fia|;ttf . »EJfltS:*(war. 

[0 1623 (m3 IXS) t^^%n 
*XS{4, -fk-^ (32) *»*>-«:-^ (2c) ^riJitf 
l-XSTJ)!., -T'Sri?^. ^vS1±lS?PJtt'> ( 3 

2 ) $rili/it*Saf«SaL, ^k-^ (2c) S:#S:fr 
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[0 1 633 bxii. Rmi^m^ 

umizii. ^^^y. ^y^y. 'J^Q>f 

y^ h/t-xv, ^i^Uy<7)Xo^j:^^^^mL : i^' 
ifaujt^y^ ^tia7tnUJ^^(D^^ayyit^itpi<.f^ 

tl^hWhti. i^iztmiiZii. ^-'x^^ux— r/t-. i^'jfdf 
[0 1 64] fi&fflSixSKi: LT«±, Si!<7)J: ^^^rffi 

[0165] mm^tlhm&t LXli. A(SSlit-rh 0 y 

[0166] ms^mit. it-^. mm^zi. o^-rir^ 

a«o:31;lgl BO-CX'ftO. iKSt::«±, 1 o;bs 
1 OO'CTfeO. RlS^Ji. -fk^s RJEiaK^twJ; 

iJb^io^sr&*. 
[0167] KJEi^TI^. W;t.{f . Rfis?a$r*ccar, 

x^;u:5rifTlAtBL. ttffias-, m\^X. «mi:ftJa 

j> V Ai-m^^Bm\,z i 15 . mmmm-th zti^z-^i,. 
[0 168] mm mx.i£. tnjm 

iMpjt L<iti^a^yTmi,zXhi&n&^ifziimtm 
t L < iim<miz i ^ima&^iimf & ^ t *<t- # , 
zix{i,(r)mnt. fssm. r^im. ^^m. mmL s 

miO, TiSbLTO. 5mg, ±|ilt L.T3 0 0 Dm 
s^. »MrtS^t0^tcti> liaao, TEBfcLT 
0. 1 mg. ±Rli: LT 1 0 OOmgSr. IB^Ol^ 

[0 169] 

[0 1701 (HMWl) (E> -4- (2- ( 2- 
(N- (t HO'ari/-/t-T5./;»;Uii<x;P;)<f-;l>) -N- 

;P ) b'-;W ) fcf U y y 1 - ^t'^i/- K (mr:it-^^^ 
1-3) 



( 1- 1 ) (E) -4- (2- (2 -rSy^x-Zl^) 

4-b'x;i.eU>''>' ( 2 0. 28g) at/'2-yn^r 
x»;>'(25g)<i0h UX-f-71/T 5 y ( 2 5 0 m 1 ) @ 
}S?atC. »K>'N-7i^''>A (3 30ing) SJ/hV-o- 
h'J ;I/5^ A 7 y ( 1. . 7 9g) SrjDi-x lOOrT-S 

0 0ml St^TK 150ml itutfz. %t:>tlt:^mmi: 
^JRL. Se*iLT. 96«Kt^ (22. 0 7 g ) 

t:, ^t^iz, ^mm^mt^^x-m^L. mA<mi^ 

^^2:, 'J^'ans^i^yX-mifLX. 4. 0 OgcogM 
iH-NMR<400MHz, WBO-ds) 

5.51(2H. brs), 6.57(1H, t. J=7.9Hz), 6.68(1H. d. 
J=8.1Hz). 6.95-7.05(21. m>. 7.49(1H, d, J=7.9H2), 
7.58(2H, d, J=4.6Hz). 7.70(1H, d, J=16.2Hz) .8.51(2 
H. d, J^.^z) 

{ 1 - 2 ) (E) -4- (2- ( 2 - {4-jXh^->^ 

y_ 

(E) -4- (2 - (2 -r5y7x-;W) b'^;P) b 
U ( 2 . 0 0 g ) ObU ( 8 Om 1 > giffltt;. 
p-;< V^i^^y'iiyXli'^^—jV^a^} H ( 2. 2 1 
g) «:llD;t. mSLX'3 Q^^Lfz, KSmTm. WiE. 

^ (3. 5 0g) Sr^fc. 

1 H-N^a^<400MHz. CDCIa+mSO-dg) 

3.65(3H, s). 6.68(1H. d, J=16.1Hz). 6.73(2H, d. J= 
9.0Hz). 7.2-7.3(5H. m). 7.47(1H. d. J=16.1Hz). 7.5 
-7.6(3H, m). 8.54(2H. d, J=6.1Hz). 9.20(lH.br s) 

(1-3) (E) -4- (2- (2-(N- (t-7> 
^i^;»;U/-K-/M^/l^) -N- (4-^ ^^ri^^y^fc> 
;^;^>^>-;^^) TSy) 7x— /U) b— ;l^) bU^^V 

(E)-4-(2-(2- (4 - P< h=Sri"<>y-fe*>'X;U 
rsy) 7x— ^P) b'::^;U) bUv'y (3. 5 
Og) tOi^'^^/U^i^/UATS K (DMF) (3 0ml) it 

mi>z. mm^o^M, (1. 98g) . »:v^t:\ yo^w 

Stt-y^;W ( 1 . 5ml) $rjD;t, ^Jlt' 2 BSPsUSif 

mST. m^m^tfz. ^#^>^^^tSaES:P®x^;^T 
y y/i';^? 7 A ^ a V b 7 ^ - (>'*:7 on 

;><^'y : ;><^'y-;W= 100: DTffiSUT. StfUt 

( 2 . 8 0 g ) 
1 H-NMR(400MHz, CDCI3) 
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1.32(9H, s). 3.76(3H. s). 4.23(2H, s), 6.84-6.91(3 

H. m). 7.17(1H, d. J=8.0Hz). 7.24-7.30(3H, m), 7.3 
em. t. J=7.4Hz), 7.57-7.64(3H. m). 7.72(1H. d. J 
=7.4Hz). 8.56(2H, d. J=5.5Hz) 

(1-4) (E)-4-(2-(2-(N- (t~rh 

(E) -4- (2- (2- (N- ( t-yh^S^;<r/U.K 
— -N- (4-^ ^=^5/^'<>'•fe:>':^;W7^^ 
T5y ) b'^;l^) eifi^y (1 . 7 5 

g) <;0i^'^^OQ;><:i^> ( 2 Om 1 ) iSffiC m-^^no 
iaS.&#B! (mCPBA) (0. 63 g) ^Ja;^. ^^B-Cl 

MiPf***!l<^:-&tT1ra;c7t (thO. 54g) o KJE 

AT'l£*iL. MEET. J§iK^g*L^Co 

: ;<^^y-;P= l OO : 1 — 1 0 0 : 5)"CWt!L 

LTBW^t-^ ( 1 . 3 2g ) i:nfz. 
iH-NMR (400MHz. CDCI3) 

I. 37(9H, s). 3.82(3H, s). 4.09(1H, br d, J=16.7H 
z), 4.35(1H. br d, J=16.7Hz), 6.86-6.91(3H, m) , 7. 
00(1H, d. J=7.0Hz), 7.21-7.27(1H, m) , 7.34-7.39(3 
H, m), 7.61 (2H, d. J=9.0Hz). 7. 71-7. 77 (2H. m). 8.2 
0(2H, d. J=7.2Hz) 

(1-5) (E) -4- (2- (2- (N- (;»/U;K^ 

(E) -4- (2- (2- (N- (t-yh^i^AJ\^^^ 

-N- (4-^ ^^>"<>'-^f>^x;^7^^ 
/P) rsy) r^a:-;^) b^yu) b-us^':^ i -^t^s^ 

K(l. 3 2g) cOi^'^J^nn^^^V ( 1 5m 1) 

tz:. h U 7;U>J-aSfe! ( 6 . 6ml) SrjD;?.. MfflT 

3. 5i«iaaif L/i. RlES^Tf*. SSEET. JSiKS"®* 

W^L-^itiJ (1. 1 3g) $:f#7t. 

iH-NMR (400MHz, DNBO-dg) 

3.73(3H. s). 4.35(2H. s), 7.00(2H. d, J=8.9Hz), 7. 
07-7.17(2H, m), 7.31(1H. t. J=7.2Hz). 7.37-7.47(4 
H. m), 7.57(2H, d, J=8.9Hz). 7.83(1H, d. J=9.2Hz). 
8.21(2H, d. J=7.1Hz) 

(1-6) (E)-4-(2-(2-(N- (bKP^ 
i^jUr ^ Jti)V^>^:=:-)V^ ) - N - ( 4 

y l-:t^i^F 

(E) -4 - (2 - (2 - (N- (,ij)Vif^^l^:/^^)\^) 
-N- (4-;^ h^x^y-br>'X;W4-^:i;^) TSy) 7 



j,ZL}V) b'^;U) eUS^'y l-5r^->K (4.50 
g) t7)>?^Dn^^^>' (44ml) N-;><f- 
iV^iVit-^) y (4. 9.m 1 ) . TkM^^Ji'^iy^ 5 K • 
*SSiK(2. 5 6g) . bHoari^^>yhUry-;U 
(1. 2 6 g) &rXO-7^h7b HDb'7^;I/b Hd^ 

sx/i^r ^ > ( 1 . 5 9 g ) . 1 6B$^}s^f 

>'i;;»5^;U;<75-^i^avh:?^^7>r-(I^M 

Xf-;P: ;^:$^y-;^=6 : 1-3 : DTmmttz. # 
^>iut*lfe«»*&^^^y-;K4 0ml ) -S>::?^na^ 
rJ^>^ (20ml ) mmzm»L. p- 

K- iTfcfoi^i^SDi.. mstTismsmntrz. Rmm 

]RL. SaSLTaftWL-^ (2. 38g)S:t#^s:o 
iH-NMR(400MHz. DMSO-de) 

3.77 (3H. s), 3.98(1H. d. J=15.7Hz). 4.26(1H. d. J= 
15.7Hz), 6.92(1H, d, J=7.8Hz). 7.04(2H, d, J=8.ffll 
z), 7.13(1H, d. J=16.6Hz). 7.28(1H, m), 7.39(1H. 
t. J=7.ffllz). 7.45(2H. d. J=7.0Hz). 7.58(2H. d, J= 
8.8Hz). 7.61(1H. d,J=16.6Hz). 7.83(1H. d, J=7.2H 
z). 8.23(2H. d. J=7.0Hz). 8.94(1H, s). 10.54(1H, 
s)o 

[0 171] {mmm2) (e) -4- (2- (2- 

(N- (b HP^v-yi-r£./;»;i^H^~;u;><-f-yi^) -N- 
(4-.X h^s^^v-tfyxypj^rL/i^) T$y ) yjL:=^ 

(2-1 ) ■(E)-4-(2-(2-(N- (:^^l7r:^ 

(E) -4- (2- (2- (N- ( t-yh^ri/*/^;K 
r.;U;?<f-;P) -N- (4-;>f h^S^'O^-tfVX/U;^:::: 
/P) r$y ) 7x-;P) b'-;u) b'Ji^^y (5.00 

g ) (7:>i^:^^^y (30ml ) jgJStc: iSifiB! (10m 

1 ) SriODx.. lB#iajDlSB185L;t^ J^af*. «ffTJ ^ 

BW'fb^(3. 5 0g)^#fco 
iH-NMR (400MHz, WlSO-dg) 

3.74(3H,s), 4.34(1H, br d. J=17.2Hz). 4.52(1H. br 
d, J=17.2Hz), 7.01(2H,d, J=8.8Hz), 7.10(1H. d, J= 

8.0Hz). 7.42-7.52(3H. m), 7.55(2H, d, J=8.8Hz), 7. 
98(1H, d, J=8.0H2), 8.05(2H, d. J=6.7Hz). 8.17(1H, 

d. J=16.5Hz), 8.88(2H, d. J=6.7Hz) 

(2-2) (E)-4-(2-(2-(N- (bHo^ 

i^)Vr^y:^)V^^=:^)V:^^)V) -N- (4-;^h^S^^ 
y-fef>^x;1^7|tJi;U) rsy) 7x~;l^) b^~;u) \^')'J 

y_ 

(E) -4- (2- (2- (N- (;*;U7K^i^;><f-;^) 
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(8 0m 1 ) jgSJStc. N-^f-;^^:yP*y> 

( 1 . 7 9ml). Tfc^tt^yP.'KS^W S H • ( 6 

8 6mg) . t Ho^S/^yVhyrV-yU (484m 

(4oomg) ^Mt. miSiT2^mmnLfz. Kmm 

tifzmi&i:. v'U*yyU;&^A^'u-7h^^7^-(v^ 

:^no;<:$^y : ;?<:$^y— l 00 : 5)V^Mtfz. 

^#<^>i^?tlI^«lc5:>f:^y-y^ (30ml ) ifzmmt. p- 

hypxyx;!/*^®! • ItKSI^?? ( 1 - 2 3 g ) ^jDi.. 

9 0mg) i:mz. 
iH-NMR (400MHz, DMSO-dg) 

3.75(3H. s). 3.99(1H. d. J=15.6H2), 4.24(1H. d. J= 
15.6Hz), 6.92(1H, d, J=8.0Hz). 7.03(2H, d, J=8.8H 
z). 7.14(1H, d, J=16.6Hz). 7.30(1H, J=7.3Hz), 
7.32-7.43(3H, m). 7.59(2H, d, J=8.8Hz) , 7.78(1H, 
d. J=16.6Hz), 7.87(1H. d, J=73Hz), 8.57(2H. d, J= 
6.0Hz). 8.93(1H. s), 10.53(1H, s>\ 

[0 17 2] (mmm3) (e) -a- (2- (2- 

(N- ( (o-^^;i/>) bFo^i^yi-r^yx?;!^;^^::^;^ 

;>c^;P) -N- (4-;^ h^i^^>--€>-x;l^:rttzi;U) T 

(E) -4- (2- (2- (N- (^^yWTK^v-j^^f-yU) 
-N- (4-^ h^S^^>-t:>^X;l'4'^— ;P) TS^) 7 
x-;U) b-;U) U i^y 1 -JJi-^v- H (10 0m 
S) . Tmit^Ji^rr.i^^ 5 K • ^SKS ( 6 5mg) . b 

Hndf>'^>'>/byry-;w (3 2mg) at/o-^f- 
/V-b Hn^i/;l^r^y • JSKi® ( 2 8mg) <?^>^'^no 
(2ml ) iSfStw. N-^^/U^r/I^^M/V' ( 1 1 

Offli ) ^mi. m^v2. smmimnLfz. Rm^T 

titzmi&i:mm:^^f\^XimLXS6^t^^ ( 5 1 m 

s) i:mz. 

iH-NMR (400MHz. CDCI3) 

3.72(3H. s), 3.82(3H. s). 3.9-4. KIH. m) . 4.2-4.4 
(IH, m). 6.8-7.0(4H, in), 7.2-7. 5(5H, m), 7.63(2H, 
d. J=9.0Hz). 7.69(1H. d. J=7.9Hz), 8.15(2H, d. J= 



7.9Hz). 9.29(1H, br s). 

[0 1731 (mmmA) (e) -a- (2- (2- 

(N- ( (0-p-^h^iy^>'J)\^) bHn^v-;UT 
-^^£^H (g!l^-fb^j&#^ 1-17) 

(E) -4- (2- (2 - (N- (*;u.+:^>-;»{f';u) 

-N- (4 h^S/'^y-tfyX/U^^-yP) TSy) 7 
X-/P) t-;U) eUi^'y l-:t*>'K (88m 
g) . 7K?§tt;<7y^'i^>^V ^ K ■ iSKS ( 5 7mg) . b 

Kn^i^^>-y'M;ry-yK2 8mg) &t/o- (p 

-j!< h^i^^yi^^]^) b Kn^i^/I^r 5 y • i^K^ ( 5 
6mg) &I/N-^'^yl'^;l'*»J y (9 7iBl ) 5rffl 

v\ mmstmrnzLx. smit-^^rmz. 

iH-NMR (400MHz. CDCI3) 

3.82(6H. s). 3.9-4.1(lH, m). 4.2-4.4(lH, m). 4.78 
(2H. br s), 6.80(1H. d.J=16.4Hz), 6.85-7. 0(5H. m) . 
7.15-7.5(5H, m), 7.60(2H, d, J=8.3Hz), 7.67(1H. 
d. J=7.SHz). 8.11(2H. d. J=6.7Hz), 8.93(1H. br 
s). 

[0174] (mmm5) (e) -a- (2- (2- 

(N- (Tiy:^JV7f':=:-JU^^)i^) -N- (4-;<h^ 
i^^y-\iy>(.jU:if'^:^)i^) T^y) 7x^;l^) b^iiy^) tr 

U 1 - H ( CT^-fb-^S-^ 1 - 1 ) 

(E) -4- (2- (2- (N- (*;^;i<^v'^f-y^) 

-N- (4-;^ h=^>^'<>'-fefyx;l/*:::yP) T^y) 7 
x:i;U) b'3i;l^) e'Ji^V l-it^v-K (6 9m 
g) . 7KJSttX7yUd<£^>f Sh'-fiffiae(4 5mg) . b 
Kn^S/^^vyhUrV-;^ (22mg) &tXT>^^— 
r7k(2 8%. 2 0di1 ) at/N-;<f-;P^:;^7^U V 
(5 1ml ) Srffliv ll*Si?!I3i:lB|«(::LT. iW^t-^ 
iB5S:#;^Co {iL. a^^«±. i^'i^^nn^^^ v&l^';<:$^y- 
iH-NMR(400MHz, DMSO-dg) 

3.76(3H. s). 4.08(1H. br d, J=16.0Hz) . 4.28(1H. br 
d, J=16.0Hz), 7.0-7.07(3H. m), 7.11(1H, d. J=16.5 
Hz), 7.28(1H, m), 7.39(1H, t, J=7.6Hz), 7.44(2H. 
d, J=7.0Hz). 7.55-7.63(3H. m). 7.82(1H. d. J=7.0H 
z). 8.21(2H. d, J=7.0Hz). 

[0 17 5] (mmme) (e) -a- (2- (2- 

(N- ( (N' , O-i^^-f-zU) bKD^>-;UT$y^ 
yi/;^:::^;!^^ f-yl- ) -N- (A-^h^>'^y^y:^jU:!n 
TSy) 7x::LyU) eUi^V l-^t-^ 

y V m^-it^^^i - 1 9) 

(E) -4- (2- (2- (N- (*yP.i<^fi^^f-y^) 

-N- (4-^ h=^>"<.>"fe>;^yi-*-yp) rsy) 7 

x-yP) b'— yU) b'U^^y l-:t^£/H (6 9m 
g ) . 7kJg14-5{?/U5}<i^M 5 F • mm ( 4 5 mg ) . b 
Kn^rSx^WMirV-yl- (2 2mg) O- 

Sx^f-yUb Ho^rS^yUrSy- • taes^ (2 3mg) 2ilJ^ 
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^H-NMR (400MHz. CDCI3) 

3.15(3H. s), 3.68(3H, s). 3.78(3H, s), 4.35-4.45(1 

H, m). 4.70-4.80(lH, m), 6.82(1H, d. J=16.5Hz), 6. 
85(2H, d, J=8.8Hz), 7.12(1H. d, J=7.9Hz). 7.2-7.3 
(IH. m), 7.35(1H, t, J=7.9Hz), 7.39(2H. d, J=7.1H 
z), 7.63(2H, d, J=8.8Hz). 7.70(1H. d, J=7.1Hz), 7. 
96(1H, d, J=16.5Hz), 8.16(2H. d. J=7.1Hz). 

[0 1 763 (mmmi) (e) -4- (2- ( (2- 

(N- (bHo^v-;UT5y^;l^;^:^;l-.;<^/l-) -N- 

(7 - 1 ) (E) -4- (2 - ( 2-r $./-3-;><^ 
}Uyx,:z./\,) b-;U) l::rU>-^>- 
4-t'-/^b-i;>''y ( 9. 9ml). 2-yn=e-4- 
;<^;PT:::U>' ( 8. Tml), h UX^;Ur ^ V ( 8 
7m 1 ) . PK/N-^v^^A ( I 5 7. lmg).&lXo 

-M;;ud^;^:7-f >^ (0. 8 5g) «rfflv\ IBMfl?!ll - 
lfc|i3«tcLT. ae^'^*!g(2. 73g)^:^#Jt. 
iH-NMR (400MHz. DMSO-dg) 

2.18(3H, s). 5.36(2H. br s). 6.58(lH,d, J=8.1Hz). 
6.97(1H. d. J=16.1Hz).7.32(lH. s). 7.58(2H, d, J= 
5.9Hz). 7.66-7.72(2H. m), 8.51(2H, d, J=5.9Hz) 
(7-2) (E)-4-(2'-((2- (4-P<h^>- 

0-^fyx;U4-^~;l^) T5y-5-^^;l-) yji=^)l^) 

(E) -4- (2- (2-r$y-5-X'^"/^:7x::. 
Ji^) b-;P) try S/y ( 2. 7 3g) . P-P<h^i^< 
y'^y:z.;U7t.zL)U^a H H ( 2 . 6 8 g ) . aiXtr U 
y (27ml ) Srffll\ llte<5!Il-2fclRl«tcLT. g 
mt^^O- 3 0g) 2:f#7t. 
iH-NMR (400MHz, CDCI3) 

2.43(3H, s), 3.81 (3H. s), 6.70(1H. d. J=16.2Hz), 
6.79(2H. d. J=8.5Hz). 7.06-7.28(5H. m) , 7.37(1H. 
s), 7.64(2H. d, J=8.5Hz). 8.34(1H, br s). 8.48(2H. 
m) 

(7-3) (E) -4- (2 - ( (2- (N- ( t 

yx;U;^::i;U) TS^) -5-;><^;U) :7x^;P) b^:::: 
;W) b:U->V 

(E) -4- (2- ( (2- (4-^h^v'^>"b'>'^ 
;P;f.:=.;l.) T 5 y- 5 --?<^;U) ^x-;^) b-;U) fcT 
U^-'V- (3. 3 0 g) . i/'^^/U:^/^AT$ H (1 7m 

1 ) . ^X^y^A (2. 4 0g) . Rx/yt3^mikt 

Lx. smt^ ( 1 . 6 9 g ) imz. 

iH-NMR (400MHz, CDCI3) 

I. 38(9H. s). 2.39(3H, s), 3.75(3H,s), 4.21(2H, s). 



6.86(2H, d. J=8.9Hz),6.87(lH. d, J=16.5Hz), 7.07 
(2H, s), 7.28(2H, d, J=6.1Hz), 7.52(1H. s). 7.55(1 

H. d. J=16.5Hz), 7.63(2H, d, J^.9Hz). 8.56(2H. d, 
J=6.1Hz) 

(7-4) (E)-4-(2-( (2-(N-(t-7^ 

y:x.)]^7ti^;l^) T^J) -S-^'f-JV) 7x^/U) 
/U) eUS^V 

(E) -4- (2- ( (2- (N- {t ~yh^i^:^JU 

;i^) rsy) -5-j^f-;u) 7x:^;^) ;^) eUi/ 
y (1. Og) . m-^'naiS^.i.S^ (0. 9 5 ' 
g) . RX/zyi^na;^iS^y (16ml) ^fflv^. mtm 
l-4i:lRl«tCLT. BW^b-^ (0. 6 5 g ) 2rti 

iH^^MR(400MHz, CDClg) 

I. 37(9H. s), 2.04(3H. s), 3.81(3H, s). 4.06-4.34(2 

H, m), 6.85-6.90(4H, m), 7.05(1H, d, J=8.1Hz). 7.3 
6(2H. d. J=7.0Hz). 7.52(1H. s) , 7.62(2H, d.J=8.9H 
z). 7.68(1H. d, J=16.4Hz). 8.18(2H. d. J=7.0Hz) 

(7-5) (E) -4 - (2 - ( ( 2- (N- ( (O- 
-T^h^b HPb*^>— 2-'^yl^) b Kt7^>-;l^T5y>» 
)\^yt:^fU:^i-JU) -N- (4-;>< h^S^O-'tfyx;!/:?^ 

s/y i-^^'>H 

(E)-4-(2-((2-(N- (t-yh^i^AJl^ 
- ;^;»( f-;^ ) -N- (4-^b^>"<.>'-t:>'X;^*- 
)\^) T^y) -5-^f-;U) 7x3:.;^) b::i;^) tfUi/' 
> l-:t^S/'H (0. 6 5g) . h U :7;P;tnifS? 

(1. 9 5m 1 ) atXi;^:5^0DpC:^>' ( 6. 5m 1 ) S: 
fflv\ ^Ml-5t|5l«(cLT. (0. 8 3 g) 
S:#7tc nhtitilgi^ ( 0 . 7 9 g ) . *3g1t*7^.i<£^' 
S K • ( 0 . 3 5 g ) . b Koari^^yVb ij 

ry-/K0. 17g) , 0-xh^bHab5-;Pb 
Kn:3lr>'y^TS>' ( 0. 2 1g) . N->?<^;^^:;1'*»; 
>'(0. 33ml) RtfSy^nu;<:^y (7 . 9ml) 
S-fflVV SIM0»J3fcl«I«tcLT. BW^t-&!te(0. 4 6 
g) 

1 H-NMR(400MHz, QClg) 

I. 53-1.73(6H. m), 2.36(3H. s) . 3.45-4.41 (7H. m) , 
4.86(1H, m). 6.82-6. 90(4H. m), 7.03(1H, d, J=8.0H 
z). 7.38(2H, m), 7.50(1H, s), 7.64(3H, m), 8.11(2 
H. d, J=6.8Hz). 10. 47-10. 57 (IH, m) 

(7-6) (E) -4- (2- ( (2- (N - (bFo 
^5x;Pr$ y7!7/U;K::^/U^^;P) -N- {4-;<h^i^ 
^y-^yxjl^it^^L^U) TSy) -5-;^^;P) 7x^:1 

(E) -4- (2- ( (2- (N- ( (0-7^h^bH 

Dt^9>'-2->fyW) b Ha=3r>^>'wrsyx?;urf^::^;w;>« 

^jU) -N- (4-p< h=5rv'^y-bVA;W*c:^/P) TS 
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rt^v-K (0. 46g) ^y-yU ( 5m 1 ) 

p - V X)V'fs^vm. ' l**I?l3(0. 16g) ?:JD 

V^T\ PKx^yPTiJferf^. latSLT. aW^b-^iRj (3 
OOmg) ^'i^f::. 
iH-NMR (400MHz. DhfSO-de) 

2.33(3H, s), 3.77(3H. s). 3.94(1H, d, J=15.6Hz). 

4.23(1H, d, J=15.6Hz),6.79aH, d, J=8.0 Hz), 7.02- 

7.14(4H. id). 7.44(2H. d. J=6.9 Hz), 7.54-7.64(4H. 

m), 8.22(2H. d, J=6.9Hz), 8.91(1H. s) „ 
[0 177] (HMfflJS) (E) -4- (2- ( (2- 
(N- (bKP^Sx;PT$y;»;l^:j<::>/P^f-/l^) -N- 

-44) 

(8-1) (E) -4- (2- ( (2- (N- ( (Q- 
;l/.-lfJi;P>^;l^) -N- ( 4 h^>-^>--bVx;U>1^ 

(E) -4- (2- ( (2- (N- ( t-rh=3rS^*;U 
;J<-;U^f-/U) -N- ( 4 h^i^O'-tf 

;^) rsy) -5-;^f-;w) 7x-;u) b':^.;!/) tru>^ 

Sfi-cm^T. h y 7;^^o»M (7ml) €:Sp;l. M 

>/^^i^>7AT$aSL. MET. J§«K$:S*L. Se«IL. 

^#^>^^7^:^»* ( 0 . 2 5 g ) . 
^J^i^W 5 K • ^m^Si ( 0 . 1 5 g ) . b Ho^rS^^ W 
hUTy-~/U(7 5. 2mg) . O-x h^bHob'^ 
-;Ub h'o^ix;Pr5> ( 9 5. 3mg). N-;<^;U 
^r/l^T^ 'J ( 0 , 2 9m 1 ) &t/i^':;'nn;<:5^y ( 2. 
5ml ) ||JS(?93i:l«I«iwLT. SW'ft^tSs 

(0. 24 g) 
iH-NMR (400MHz. CDCI3) 

1.61-1.87(6H,m). 2.43(3H. s) . 3.59-3. 61(1H, m) , 3. 
79-3.95(4H. m), 4. 17-4.28(2H, m), 4.90-4.97(lH. 
m). 6.94-6.%(4H, m). 7.13(1H. d. J=8.0Hz), 7.27- 
7.31(2H. b). 7.4W.46(1H. m), 7.55(1H. s). 7.70(2 
H, d. J=8.6Hz). 8.60(2H. d. J=6.0Hz). 9.41-9.45(1 
H. m) 

(8-2) (E) -4- (2- ( (2- (N- ( b Ho 
^i^}Vr^Jti)Vif-:^)V^^)V^ -N- (4-^h^v- 

;l.) bri;P) bU>-V 

(E) -4- (2- ( (2- (N- ( (O-xh^bH 



De^y-2->f/w) bHp^>';U'r£y;*/^4^-;U;^ 

-N- (4-> h^fv'0^-«f>':^yP*:=>;U) T5 
y) -5->f-;l^) 7xx;p) b'-;^) btli^y (0. 
24 g) (n^9J—)V (2. 4m 1 ) i^'^^anj?<:J^y 
(12ml ) (TM^mmz-?- V }V:r.> ' 1 
7lcft?&(84. 9mg) SrJni.. ^fST-B^iajSt^L 

a. Se«ILT. BKKI:^(5 9mg) S:^§7to 
iH-NMR (400MHz, DMSO-dg) 

2.27 (3H. s). 3.68-3. 78(4H. m). 4.28-4.32(lH. in).6. 
64 (IH. d. J=8.4Hz). 6.95(2H. d. J=7.1Hz), 7.10-7.3 
1(2H, m), 7.47(2H, d, 8.8Hz), 7.68(1H. m), 7.86-7. 
91(2H, in), 8.14-8.18(1H. m), 8.75-8.89(2H, m), 10. 
51 (IH. m). 

[0178] (^^9) (E) -4- (2- ( (2- 

(N- (b Ho^i/-/i^rsy;»;u4^^/u-^f-;i^) -n- 

(4'-;>th^>-^>^-fcfVX;P;^::>;U') r$y) -3-^ 
h^Sy) :7x^;U) b::i;l^) bll>^v I-jT^^-K 
(09^^b^fHa#-f- 1 - 4 7 ) 

(9-1 ) (E) -4- (2- ( 3-;^ h^rS^-2-::i 
ba7xx;w) b-;P) bUi/>- 
3-P<h^i^-2-::ihoO'Xr;PT'bH (5g) S: 
Mymm (5. 3m 1 ) tCjgSL. 4-l:^r7UV (2. 
7m 1 ) itHt. 1 6 0X:V8i^^WLrz. ^m^T 

: 1 ) T'ttKLT, aWfl:'^5. 6 5gSr» 
iH-NMR (400MHz. CDCI3) 

3.92(3H, s). 7.01(1H. d, J = 8.2Hz), 7.06(1H, d, J 
=16.2Hz). 7.11(1H. d.J=16.2Hz), 7.31-7.33(3H. m). 
7.45(1H, t. J=:8.2Hz). 8.60(2H. d. J=6.2Hz) 
(9-2) (E) -4- (2- (2-T5y-3->h 

(E) -4- (2- (3-^h=3r>— 2--hn7x::i 
/U) b'-;U) trUi^'y ( 5. 6 5g) 2rX:^ywKl 
5 0ml ) lw?tfl¥L:PK ( 1 50ml ) SrSoi. 
TiSffT. ^5g)(12. 3g)^iPi_^o 12 0rtc# 
fit. 3^Hig#Lfv:. aS5i»Tf*. R/CS^rMiSic?^ 
mk. ^TK+^r. iJCV-^T. 2 8%TV^^T*$:Jn 

TkT-^ff^f^. ^*aie^:^^'^i^^A7:'te^L. MET. 
^l«Sre*L. BW^l:-^?tt3. 2 5gS:#/::. 
iH-NMR (400MHz. 

3.87(3H. s), 4.10(2H, br,s). 6.75-6. 79(2H, m) , 6.9 
2(1H. d, J=16.1Hz). 7.06-7.08(lH, m) . 7.34(2H, d. 
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J=6.1Hz), 7.40(1H, d. J=16.1Hz). 8.55(2H. d.J=6.1H 
z) 

(9-3) (E)-4-(2-( (2- (A-y^V^jy 

(E) -4- (2- (2-T5y~3-^h^S^:7x:::^ 
t:-;^) tfi;>;>^ (3. 2 5 g ) . P 

v-eyx/^T^-zu^o D 2 . 6 9 7 g ) . SLixeu 

i^y (33ml ) *fflV\ HiMS*?!! 1 - 2 tRmcLT. 
^mt^{2, 37g) Sr^/io 
iH-NMR (400MHz, CDCI3) 

3.38(3H, s). 3.79(3H. s). 6.47(1H, s), 6.65(1H. d, 
J=8.1Hz), 6.81(2H, d,J=8.8Hz), 7.01 (IH, d, J=16.5 
Hz). 7.22(1H. t, J=8.0Hz). 7.39(1H, d, J=8.0Hz), 
7.42(2H. d, J=5.4Hz). 7.55(2H. d. J=8.8Hz), 7.94(1 

H, d. J=16.5Hz),8.57(2H, d. J=5.4Hz) 

(9-4) (E) -4- (2- ( (2- (N- (t-y 

(E) -4- (2- ( (2- (4-;^h^r5^0'-b':^:^ 
r£y-3-;^b#v') 7x-;l') b'— ;P) 

fcrUi^'>' (2. 3 7g) . £/;^f';^:^;PAr5 H ( 1 2 

ml ) . mStAU^M. (1. 66 g) . aiXra^PK 
t-yf-;l^(0. 9 7ml)$:fflV\ SIM^Jl-3i:Inl 
mzLX. BW^b'^Jfe(2. 12g) 
iH-NMR (400MHz, OXll^) 

I. 41(9H. s), 3.45{3H. s). 3.73(3H, s), 3.84(1H. d, 
J=17.5Hz), 4.70(1H, d, J=17.5Hz). 6.75-6.81 (3H. 

m). 6.92(1H, d. J=16.5Hz). 7.27-7.42(4H. m). 7. 60(2 

H. d, J=7.3Hz), 8.28(1H. d. J=16.31z). 8,56(2H. d, 
J=4.6Hz) 

(9-5) (E) - A- (2 - ( (2- (N- it-^ 

T$y) -3-^h^i^) 7x3i;i^) b 
ii;l^) bUi^y l-:t^>-K 
(E) -4- (2- ( (2- (N- (t-rh^£/;&;U 
d-C— ;up<^;p) -N- (4-;< h^^^>'^f>':^;^:^- 
;^^) rsy) -3->b^>:> r?^-;^) b'-;w) btr 

i^'y (1 . 1 0 g ) . m-i^xJUi^^MMm (1.01 
g) . ftt/i^'^^nn^^^^y (21ml) Srfflvv ^S6fi?!l 
l-4i:l«imc:LT, aam^ (0. 74g)5:# 

iH-NMR (400MHz, CDCI3) 

I. 41(9H, s), 3.37(3H. s). 3.79-3.83(4H, m), 4.65(1 
H. d. J=18.0Hz), 6.74(1H. d. J=8.0Hz), 6.85(2H. d. 

J=8.9Hz). 6.91(1H. d, J=16.5Hz), 7.30(1H. t. J=8. 
OHz). 7.37(1H, d, J^.OHz). 7.47(2H, d, J=7.0Hz). 
7.57(2H, d, J=8.9Hz). 8.17(2H, d. J=7.0Hz), 8.32(1 
H. d, J=16.5Hz), 



(9-6) (E) -A- (2- ( (2- (N- ( (Q- 
xh^bKob5y-2->fyP) b KQ^>-;I^T5y>» 

)]^7r:^fu^^)\^) -N- {A-j<h^i^^y'^y:^f\^^- 

:i;i^) rsy) -3-^h^i^) 7x~;l^) b^^/l^) b 

(E) -A- (2- ( (2- {N- {t-yh^'yAJl^ 

7t:zL)U:>( ) -N- (4-p<h=^ y-if y xyp:^— 

71/) rsy) -3->h^i^) 7x::i7U) b'-zU-) bU 
i^y l-:t^£^H (0. 74g) . 
(7. 4m 1 ) . atXSx'i^nopC^^y (7. 4m 1 ) S: 
fflVV HSM^J 1 - 5i: [lI^t^LT .n^(0, 6 1 g ) 
^tt/Cp ( 0 . 1 6 g ) . Tm^^fV^^'J 

>f$F'iei^(0. 2 0g) . bKa^S^O-VhU 
Ty'-7^(0. 1 Og ) . 0-7^b7b N'ob^-yl-b 
Hndfi/'/PTSy (0. 12g) . N-j>f'f^;P^;^7M; 

y(0. 1 9m 1 ) at/^i^'^^oc7^^y ( 1 . 6ml) 

2rffl^\ mmm^trnkkzLx. nm\L^ (o. 04 

iH-NMR(400Wiz. CDCI3) 

1.42-1.88(6H, m). 3.49-4.27(10H. m). 4.95(1H. m), 
6.%-7.00(4H. m), 7. 24-7. 41 (5H, m) , 7.79(2H, m) . 
8.22(2H, m), 10.05(0.5H, br.s), 10.27(0.5H, br.s) 

(9-7) (E) -4- (2- ( (2 - (N- (bHO 

(E)-4-(2-((2-(N-( (0-7"h9bH 

nb^y-2->f;P) b Hn^>';U'ray*;^;f:~;u^ 

f^/P) -N- (4-p< h^rs^^y-b'yA/P*::::/^) rS 

y) -3-^h^i^) 7x-;^) e^/u) b-ui^v i 

H ( 0 . OAzXO^^ y—)^ ( 0 . 4ml) 
^(3. P - V)\^:3LyX)V'^^ym ' (13.4 
mg) ^iUt. m^TS^MtfLfz. RJ35*IT^^. R 

(20. 9m g ) Sr#;t. 
iH-NMR (400MHz, DMSO-dg) 

3.33(3H,s). 3.70-3.80(4H. m). 4.46(1H. d, J=17.2H 
z). 6.95-7. 14(4H. m). 7.35-7.58(6H. m). 8.10-8.25 
(3H. m), 8.94-8.96(lH, 111)0 

[0 179] (^giJlO) (E) -4- (2- ( (2 

- (N- (}z}^\J^i^j\^T^y:f?)i^^^==-JV:^^/\^) -N 

- (4-:Ah^iy^y'€yX}U7i^^=L}l') Tsy) -3- 



>(h^v-) 7x^;l/) b^:::;!/) bU >^> (gy^-(b;-^!fei# 
-91-48) 

(10-1 ) (E) -4- (2- ( (2- (N- ( (Q 

— 7^h7b Hnb^y-2--^;i^) bKP^i^/i^r^y 

;»;i/d<:::./l/>-^;l/) -N- (4-^ 



bU 
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(E) -4- (2- ( (2- (N- ( t-rb^ri^;*/^ 
;K:i;U;>«^;U) -N- ( 4 h^>'^>^-bfyx;U7^::: 

;P) TSy) -s-^h^v') 7x-;u) b'-;^) try 
i^y (1, oog) . hUy^i^y^^m^ ( 1 omi ) . 

( 1 0ml ) 5rfflV\ mMMl-5tm 

mizLx. m*s:t#3t. n^titzmm ( o . 2 o g ) . 

*jg14;&;P;K>^'-< 5 H • ( 0 . 1 2 g ) . t Fn 

^ix/^yVMrrV— ;^ ( 5 6. 8mg) . O-irF^ 
bFob'-^-Zl^t Kn?^>';U'rS>^ (7 2. 7mg). 
N-;^^;^^:;^*!J:x (0. 2 2m 1 ) at>V:;'Da;'< 

i^y (2m\) ^m^\ mwms tmmiztx. smit 

^miO- 2 3g) 
iH-NMR (400MHz, CDCI3) 

1.56-1.82(6H, m), 3. 49-4.35(10H, m) . 4.87(1H. m) , 
6.81-6.92(4H. m). 7. 12-7.22(3H. m). 7.29-7.35(2H. 
m). 7.71-7.75(2H, m). 8.53(2H. d, J=5.4Hz) .10. 16 
(0.5H, br, s), 10. 42(0. 5H. br. s) 
(10-2) (E) -4- ( 2- ( (2- (N- (bH 

p^i>^;i/r$y;»;i^?f^->^i^.x^^i^> -N- (4~^h^ 

b::>;U) bUS/V 
(E) -4- (2- ( (2- (N- ( (O-T^h^bh- 

~N- (4-^ h^i/'^y-bfyx/u^^-zp) rs 

(0. 23g) ^7);^:^y-/l^ ( 1. 2m 1 > Jlt/i^^^O 

uj^^y ii, 2ml) oS^Jg^tc. P - h;^xyx 

;p7fxy«- l7l^iB?l(7 6. Img) 2:Jra;t. SiBT'S 

f^/PTWf*. ^^LX. Smt^^ (17. 6m g ) 
iH-NMR (400MHz, DMSChde) 

3.30(3H. s), 3.71(3H, s). 3. 99-4. 02 (IH. m), 4.39- 
4.44(1H. m), 6.91-7.13(4H, m). 7.33-7.58(^. m). 
8.27-8.35(lH, m), 8. 51-8. 57 (2H. m), 8.91(1H, br, 
s), 10.56(1H, br, s) . 

[0 180] (mmmi 1 ) (e) -4- (2- ( (2 

- <N- (bHQ^i/-;ur$y;>{y;i^>i'v^;u^^;w) -n 

- (4-^h^i/-<y-bfyx;l-7n~/U) r^y) -4- 
^h^Sx) :7x^;U) b::i;U) bU£/y l-^^>-K 
(^J^^b^#^l-9 9) 

(11-1) (E ) -4- (2- ( 2-:::hn-4-^ 

b:::.;!^) bU>-V 
4-b'r:;^bU>''y (7. 1 m 1 ) . 4-7'^^-3- 
- hnT^y-;P ( 1 1 . 6g). hux^zur^y 

( 1 1 6m I ) . mW'^'yi^'^M. ( 1 1 Omg) RX/o 

-hv^u^^^y^ y (0. 6 1 g) ?:fflvv mmmi- 
itmm^zLx. mmt'^mi2. 35s) ^mtz. 

iH-NMR (400MHz, CDCI3) 



3.91 (3H, s), 6.89(1H. d. J=16.2Hz). 7.19(1H. dd,.J 
=2.7. 8.7Hz), 7.37( 2H, d. J=4.7Hz), 7.51(1H, d, J 
'=2.7Hz). 7.68(1H, d. J=8.7Hz). 7.73 (IH. d, J=16.2H 
2). 8.60( 2H, d. J=4.7H2) 

(11-2) (E) -4- ( 2- ( (2- (N- ( t- 

^yx;U7i'.=:.)]^) ray) -4-;<h^>') 7xx;i^) 
bZL;i^) b'U>^y 

(E) -4- (2- ( 2- — bn-4-^h4ri^:7x- 
bx;!^) bliS^'y (2. 3 5 g) , ( 7 

, om\) ^wmaomi) m/wm (5. i2s)^ 
mt&m9-2bmmizLx. (e)-4-(2- 

(2-r5y-4-> b^^-^xr:;!^) bx/l-) bUd/ 

i;t Hn#:tSJ^L7to ffiofL/;: (E) -4- (2- 
( 2-TS y-4-^ b^S/yx:!;!^) b'-;^) eUi^' 
yfci^'bHnftiiscoig'^ ( 1 . BOg) . p-^h^ 

i^^y-bVxyUd^x^U^^oD H (1 . 6 4 g ) , Xl/b 
V'Jy ( 1 8m 1 ) Srfflvv IIM^Jl-2i:|iI«tcL 

(E) -4- (2- ( (2- (A-^h^i^^y-^ 
y;z.;P*r:;w) TSy-4-^b^>') :7x^/^) b'r: 

ilT*)-:»3to n^tl^ (E) -4- (2- ( (2- (4 

h^S/^y-Jfyx/UT^— ;l-) TSy-4-;><h^ 

ft ( 2 . 9 4 g ) . i^s^'f^/U^^fUJ^r^ H ( 1 5m 
I) . m^AO^J^ {2. 0 5g) SLlX>rn^Pl?t- 
rf-;Kl. 2ml ) Srffliv Slfflt[0yi-3k|l|«tcL 
T. BW-ft-^?^ ( 0 . 4 6 g ) i:nfz. 
iH-NMR(400MHz, CDCI3) 

1.41 (9H, s), 3.74(3H. s). 3.75(3H. s) . 4.11-4.25(2 

H. IB), 6.75(1H, d. J=16.5Hz), 6.78-6.79(lH. m),6.8 
6(2H, d, J=*.9Hz), 6.91-6.95(1H, m), 7.22(2Hd, J= 
6.1Hz), 7.39(1H, d, J=16.5Hz), 7.62-7. 67 (3H. m), 
8.53{2H d, J=6.1Hz) 

(11-3) (E) -4- (2- ( (2- (N- ( t- 
rb^>-;»;U4<x;P;^^;l^) -N- (A-?<h^i^^y 
'tfy;^;U7^i:^;l-) T^J) -4-;><h^x) 7x-;U) 

) }z'Vi^y 1 H 
(E) -4- (2- ( (2- (N- (t-yh^v';i?;U 
;Jf-/^^f-;^) -N- (4-^ h^i/^y"b'y;^/U:f:- 

yl-) T^y) -4-;^ h^^v-) :7xx;P) bx/l^) b»J 
>^'y(0. 3g) . m-^^uoiSS.&SK (0. 5 6 
g) . 2tt>'£^:^nn^^y (8. 6ml)Srmv-i. mn 

mi-^tmmi^zLx. mmit-^m io^ i8g)Sr^# 

iH-NMR(400MHz. CDCI3) 

I. 39(9H, s), 3.71 (3H. s) , 3.80(3H, s) , 4.15-4.27(2 
H, m), 6.61(1H. d. J=2.6Hz), 6.74(1H, d, J=16.4H 
z), 6.90(2H, d, J=8.9Hz), 6.91-6.93(1H, m), 7.29(2 
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H. d. J=7.1Hz), 7.53(1H. d. J=16.4Hz). 7.62-7.66(3 

H. m), 8.14(2H, d,J=7.1Hz) 

(1 1-4) (E) -4- (2- ( (2- (N- ( (Q 
-7^h^bHnbr^y-2->f;U) bHo^i^yl^rsy 

(E) -4- (2- ( (2- (N- (t-rh^i^il^i^ 

-N- (4-^ h^i/'^y-bfyxyP*::! 

( 1 . 8m I ) &l/i^^^anj<i^> ( 1 . 8m 1 ) i&ffl 
V\ |II[fifi?«l-5i:R«(cLT. S^* (0. 15g)S: 
»7t. ^#^>i^fciB^* ( 0 . 1 5 g ) . ^m^^/\^A(z^>( 
5KS18ffi(9 1. 7mg) . b Hn^^i^^^VMI 
Ty-/^(4 5. 4mg) . O-'rh'^b Hob^— /l^ 
bHn:^PS/'/l/TS>' ( 5 1 . 2mg). N-.>if-;U^;U 
TMiy (88// 1 ) ai^i^'^^DO^^J^V ( 1 . 5ml) 
Srfflv-^. ||Jfcfif!l3i:|i|:Ktz:LT. gW^t-^iRzi ( 0. 10 

iH-NMR (400MHz, CDCI3) 

I. 58-1.84(6H. m). 3. 56-3.90(8H. m). 4.11-4.31(2H. 
m), 4.92(1H. m), 6.48-6.54(lH. m), 6.76(1H, d. J=l 
6.0Hz). 6.93-7.01(3H, m), 7.33-7.48(3H, m), 7.63-7. 
69(3H, m), 8.13(2H, d, J=6.8H). 9.87(0.5H, br, s), 
9.88(0.5H. hr,s) 

( 1 1-5) (E) -4~ (2- ( (2- (N~ (bH 
u^i^fUT^y7^))^7f^:^)Us<^)i^) -N- (4-^h^ 
Sx^>-t:VX;U;^:x;U) T^y) -4-;><h^S^) yx, 
zl;1^) brUi^>- l-:t^>'H 

(E)-4-(2-((2-(N-( (O-T-b^bH 
nb9>^-2->f/k) bFDdpi^;i.T5y*/U7}<— /U-?^ 
f-;^) -N- (4-;^ l-^i/^V-bfyx/U:^:^/^) TS 
y) -4-;<h^>') :7x::^7P) b'-;l^) tfUv-V 1 
-;t^vH(0. 1 Og) dm 1 ) ?§?S 

p- hyPX>-A/U;f.>-g! • l^fcft^S (3 3. 4m 
g) S:ail;t. mMTSmSlfmLfz. KjEi»T«. KJE5 

^ (5 0mg) ^fffvi^ 
iH-NMR (400MHz, DMSChds) 

3.65(3H. s), 3.78(3H. s). 3.99{1H, d, J=15.7Hz), 
4.23(1H. d, J=15.7Hz),6.42(lH. s), 6.98-7.02(2H. 
id). 7.06(2H, d. J=8.8Hz). 7.41(2H. d, J=6.9Hz). 7. 
51(1H. d. J=16.6Hz), 7.61 (2H. d. J=S.8Hz), 7.76(1 
H. d. J=8.8Hz). 8.20(2H. d. J=6.9Hz). 8.95(1H. br, ' 
s). 10.52(1H. br. s) . 

[0 1813 immmi2) (e) -a- (2- ( (2 

- (N- (bHQ^>-7l^T5y;»;l^;K::>;M'»yl-) -N 



^1-100) 

(12-1) (E) -4- (2- ( (2- (N- ( (O 
bU>^> 

(E)-4-(2-((2-(N- (t-yh^v-X^yU 
;}f-;^;><^;p) -N- ( 4-y h^S/^V-b'VX/^^^- 
yW) rsy ) -4-> h^^fS/-) 7x:::;U) b'c:^;!^) try 
( 0 . 1 6 g ) . iSiaK (0. 8ml) m/'Jit^ 
-9-XI. 6ml ) SrfflVK iaftfi?!l2-lfc[^mtL 

•SSgffi{89. Img) . bHo^S^^WhUT^/ 
-;U(4 6. Img) . 0-^^^9bHut^9-;^bH 
D^>'y^T5>' ( 5 6. Omg) . u-y^^}V^)Viir-^} 

>{0. 3Aml) &X/-J^^uay^> {2, 0ml) 

i:m^\ mmms tmmtzLx . B^^it^^io. lo 

g) ?:#3t. 

iH-NMR (400MHz, CDClg) 

1.44-1.94(6H, m), 3.48-3.87(8H. m) . 4.20(2H, m) . 
4.86-4.93(lH. m), 6.58-6.62(lH. m). 6.77(1H. d, J= 
15.8Hz). 6.89-6.98(3H. m), 7. 19-7.27(3H. m). 7.63(1 
H, d. J^.9Hz), 7.69(2H. d. J=8.6Hz), 8.50(2H. m). 
9.77-9.88(lH. br, s) 

(12-2) (E)-4-(2-(2- (N-(bKo 
^i^;l-T5y;&yl^/-K^;l-p<^/U) -N- (A-:?^h^i^ 

(E) -4- (2- (2- (N- (O-T^h^bHot^ 

-N- (4-;>< h:i<r>'/<y-ifyx;^*— yP) rsy-4 
-^h^v-) yx-yu) b'^yu) ^^^^'^(O. 10 
g) OP<:?y— yp (1ml) i/^ouj^r^^^- (1ml) 

P - hyuxvxyUTt^ye • i ( 6 

8. 8mg) ^jd;c. mi&TsmrsmwLfz. ^mmr 

X. Smit^m ( 2 9 m g ) 
iH-NMR(400MHz. DMSO-ds) 

3.68(3H, s), 3.78(3H, s), 4.00-4.26(2H. m) , 6.45(1 
H, s), 7.02-7. 12(4H, id). 7.40-7.44(2H. m), 7.63-7. 
74(3H. ni). 7.82-7. 87 (IH, m). 8.56(2H. d. J=4.2Hz), 
8.95-9.00(lH, br, s), 

immmi 3) (e) -a- (2- (3- (n- (bK 

u^i^fUT$,y/JJ\^7rs-)ir;>(^)i.) -N- (4-P<h^ 
i^>^>-bVxyl^;fvXyU) TSy) ^xziyl^) binyl/) b 

, Vi^y 1 - :t ^ K (g^J^^b^^-^ 6 - 3 ) 

(13-1) 2-^h^y;»yl^^xyW- (3 - (4-^ 
h^-XV-tf>->c.yW7nxy|^) r$y) ^:t7xV 
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3 - T 5 y - 2 - ^ h ^ /U'-i^— 7 X y 
(6. 29 g), p-^ h=if- X;l^*~;W^o 
'JH (8. 27g) , atXtf 'J (63ml ) Srffl 
V\ llfSfflll-2i:ig«tcU-C, S6*Kk-^(9. 5 8 
g) 

iH-NMR<400MHz, CDCI3) 

3.84{6H. n), 6.91(2H. d. J=9.0Hz), 7.38-7.40(2H, 
n), 7.79(2H. d, J=9.0Hz). 9.55(1H. br, s) 
( 1 3-2) 2-7^)1-^)^- (3 - (4-.?<h^i-^y 

•tf:/.x;^-;f>-;u) r$y) ^:t7xy 

2^^ h'Sf>';ir;U;K-;l^- (3 - (4-^ h^>"<.>'-t' 
yx/Ui^:!;!^) TSy ) ^^^xV (9. 5 8g)Sr-r 

jSL, '!>?g$'«ET, ^S-®*L^. #^>ix/.:^«E«r 

mL. mw,ximT. -imitrmL-^y^y (19.2 

= 3:1) •C-«®US«Ht^!|«!l ( 1 . 9 6 g ) ^^Z. 
iH-NMR<400MHz, CDCI3) 

3.84(3H. s), 6.93(2H. d. J=9.0Hz). 7.42(1H, d. J= 
5.4Hz). 7.62(1H, d, J=5.4Hz). 7.81 (2H. d. J=9.0H 
z), 9.60(1H. s), lO.lOdH, br, s) 
( 13-3) (E) -4- (2- (3- (N- (T-fc^ 

;i/) -N- (4-.X h=arv"^>^-tfvx;i>7l^— ;u) rs 

y) f-x-7t^) b'-/U) h' 

2-ilM^^f\^- (3 - (4-^h'^v"<.>'-tfy:^/U*- 
;W) rsy) ^3j-7x>- ( 5 g) , *E7jci^K ( 1 . 2m 
1 ) atf4-t3'jy (0. 6 1ml ) SrfflW 
9-1 iilBiatcLT. B6<>^k^{0. 3 8g)S:t# 

iH-NMR(400HHz. CDCI3) 

1.91(3H. s), 3.82(3H, s). 6.86(1H, d, J=16.1Hz). 
6.92-6.97(3H, ■), 6.99(1H. d. J=5.3Hz). 7.12(2H. 
d. J=6.1Hz), 7.36(1H, d, J=5.3Hz), 8.03(2H. d.J=9. 
OHz). 8.54(2H, d, J=6.1Hz) 

( 1 3-4) (E) -4- ( 2- (3- (4-;<f^S^ 
^V-><iyxi\/if:—)V) TS.y) ^X— ;!>-) b'-;l-) tri/ 

(E) -4- (2- (3- (N- (T-t^fU) -N- 
(4-^ h^i/'0'-fe'>'-:^.;l':rfvX;l^) TS^) f-XX 
;W) h'-;P) b- 'J ( 0 . 8 7 g ) Sr z^:^^^y 
(8. 7m I ) iitSK (0. 8 7m I ) 



?SM«^e*U;t. Se«U, @(itrfb^(0. 7 9g)Sr 
iH-NHR(400MHz, CDCij) 

3.71(3H, s). 6.60(1H. d. J=16.0Hz). 6.87(2H. d, J= 
9.0Hz). 6.93(1H. d, J=5.4Hz). 7.06-7. 11(3H, m). 7. 
16(1H. d. J=5.4Hz). 7.71(2H. d, J=9.0Hz). 8.47(2H. 

d, J=4.8Hz) 

(13-5) (E) -4 - (2- (3- (N- (t-T" 
h^v-;»;P;K-;i-^^;U) -N- ( 4 - h ^ v-^ v-fc' 
yXfU^-^-iU) TSy) ^x-zi.^) b'~;P) b'JyV 

(E) -4- (2- (3- (4-^h^i^'<.i'-feV;^;P 
*::i;k) rS^) f-x^;U) b'::i;P) trUi.^V (0. 7 
9g) . j^'j/f-yU^/UATSK (4ml ) . ^B!:i&'J'> 
A ( 0 . 2 7 g ) , SlU^rD^rPS!! -r-f-^U ( 4 m 

1 ) iQtCTi-3tiii«i:Lr, smt-^ 

(0. 30 g) Srff;t. 
1 H^MR(400MHz, CDCtj) 

1.40{9H, s). 3.71 (3H. s), 4.20(2H. s). 6.68-6.74(2 

H, m). 6.87(2H, d. J=9.0Hz). 7.14(1H, d. J=5.4Hz). 
7.22(2H. d. J=6.1Hz), 7.39(1H, d. J=16.4Hz). 7.64 

(2H. d, J=9.0Hz), 8.54(2H, d. J=6.1Hz) 
(13-6) (E)-4- (2- (3- (N- (t-^ 

-N- (4 -.X h^^-^V-tf 

yx;u;t^-;i^) 75 y) ^x-;t^) b'-;i^) 
l-3i-^>-H 

(E) -4- ( 2- ( 3- (N- (•t-yh^>>;<r/I^;n 

-;i^p<^;i') -N- (4->h=^-x'<.>-feV;^>i'5^- 
;u) rsy) ^xnyL-) b*::i;P) tru>?>' (0.20 
g ) . m-i^oni^Mmk ( 0 . 3 5 g ) . RX/'J^ 
aaji^y (3. 4ml) i&fflv\ 16^091 -4i:H« 

utr, aw-ft;-^(o. 1 6g) S:^l'7^:. 

iH-NMR(400MHz, CDCI3) 

I. 40(9H, s), 3.79(3H, s), 4.19(2H, s). 6.63<1H, d, 
J=5.4Hz), 6.69(1H. d,J=16.3Hz), 6.90(2H, d, J=8.3 

Hz). 7.15(1H. d. J=5.4Hz). 7.30(2H. d. J=6.2Hz). 
7.47(1H. d. J=16.3Hz). 7.63(2H, d. J=8.3Hz). 8.17 
(2H. d. J=6.2Hz) 

(13-7) (E)-4-(2-(3-(N-( (O- 
7^h7bHab5>--2--<;l^) b HP=^i^;WT5y;;» 

-;P) TS y ) ^x— ;i^) b-;>^) bir 1 -;r=ar 

idi 

(E) -4- (2- (3- (N- ( t-yh^>'*;U;Jf 
-;i^;><^;P) -N- ( 4-;< ^*^^'<.>'•fe'>'x;^;^- 
;^) TSy ) ^xii/U) b*:z;U) trUv-'y 

V (0. 1 6 g ) . h U 7;W7i-aB^ ( 0 . 8m 1 ) a 
Xj:i?^a\3:>(^> (.1 . 6m 1 ) Srfflw ^ifi^Jl - 5 
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fcR^tcLT. ( (0. I4s) ^nti.n^titz 
( 0 . 14s) . *^1t;>;W7K>^M S H ' SBSiS 

(9 2. omg) . t Hn:2^i^^vyhury'-;K4 

7. 6mg) . O-T'h^t Kne^-;Ub Hn^i/;^ 
T5:^(57. 2mg) . N-^f^;P^;U*U>' ( 0. 
18ml) ai^i^'t^no^^^y ( 1 . 4ml) 
ll*Sfi«3i:|S|«(cLT. BW^b^(0. lOg) ^r^# 

iH-NMR (400MHz. CDCI3) 

1.57-1.80(6H, m), 3.56-3.58(lH. m). 3.81(3H. s), 
3.88(1H. m), 4.13-4.23(2H, m). 4.89(1H, m), 6.56(1 
H, m). 6.72(1H. d. J=16.2Hz). 6.92(2H, d. J=8.6H 
z), 7.16(1H, d, J=5.3Hz). 7.34-7. 40(3H, m), 7.64(2 * 
H, d, J=8.6Hz), 8.13(2H. d, J=7.0Hz), 9-67(lH, br, 
s) 

(13-8) (E)-4-(2-(3- (N- (bKo 

^V>^fy::^;U:^ci;P) T^y) f-xr:yW) b^r:;)^) b^U 
i^y 1 -^^i^ H 

(E) -4- (2 - (3- (N- ( (O-r-b^t Kn 

-N- (4-;>< h^v'^v-feV:;^;^;^— ;^) rs 
y)^x-;U) b::i;^) bUv^^ l-:t=¥>'H (0. 
1 Og) c^^^'y-yu ( Im I ) jSa^tw. p-h;ua:y 
X/l-i^y®- l*ft«?5(34. 4mg) S:Jn;t. SaX' 

x^;UTlSm*. (38mg) 
iH-NMR (400MHz. DMSO-dg) 

3.77(3H. s), 4.12(2H. s). 6.66(1H. s. J=5.4Hz). 6. 
83(1H, d, J=16.4Hz). 7.07(2H. d. J=8.9Hz), 7.35(1 
H. d. J=16.4Hz). 7.45(2H. d, J=7.0Hz), 7.49(1H, s, 
J=5.4Hz), 7.64(2H. d, J=8.9Hz). 8-22(2H. d, J=7.0 
Hz). 8.98(1H. br,s). 

[0 182] (mmmiA) (E)-4-(2-(3- 

(N- (bKn^s^;i/T$y^;U7Kri;i^yf-;p) -n- 

(4-;>( hd^s^^>-^fy;^;U7t;-;l.) r$y) 
;p) b^3:;p) b'U S;^>- (glJ^Yk-^## 6 - 4 ) 

( 14-1 ) (E) -4- (2- (3- (N- ( (Q- 
r-h^b HPb'^>--2->f ;U) bKP^>-;ursy:?& 
;b';Kx;Up<f-;l-) -N- (4-;>< h=^>-^>^-t:V.xyU;^ 
-;l-) TSy) ^xx;i^) bx;i^) bU£/>- 

(E) -4- (2- (3- (N- ( t-yh^i^*;P.1-C 
:::i;Uyf-;W) -N~ ( 4 ~y h^r>^^>'-tf>';^/^^*^^ 
;P) TSy) ^xx;p) bx;^) b-Ui^'y (0. 10 
g ) . (2.5ml). a.t/i;^:t^'^>' ( 1 m 

1 ) SrfflV^. ^0iJ2-ltl5l;KtcL'C. f^^^^z. 

5mg) , b]<a:3f>'^VVhUry-;W (4 2. 6m 



g) . O-f f9bKDb9-/^bHc7^^ix;PTSV 
(50. 0 m g ) . N y y ( 0 . 23m 

1 ) &X/>^f^uaj;(iry ( 1 . Om 1 ) SrfflW ^tfiffi 
3i:R«tctT. BW^b-^ (9 0mg) $:#^v:o 
iH-NMR (400MHz, CDCI3) 

1.53-1. 77(6H, m), 3.52-3.64(lH, m), 3.73(3H. s). 
3.82-3.87(lH. m). 4. 09-4.21 (2H. m). 4.88(1H. m). 
6.65-6. 74(2H. m), 6.89(2H. d, J=8.7Hz), 7.15(1H. 
d, J=5.4Hz). 7.22-7. 33(3H. m) , 7.66(2H, 8.7Hz), 8. 
51 (2H. d, J=4.9Hz),10.09(lH, br. s) 
( 14-2 ) (E)-4 - (2- (3 - (N-(bHn 
^r>-;i^TSy7!y;l/;|<x;P>-f-yU) -N- (4-^h^>- 
^>-tfyx/P;^x/P) TSy) f-x^;u) b:i/i^) b'J 

(E) -4- (2- (3- (N- ( (0~7"h^bHn 
b-^V-2->f;U) b Ho^i^;UT5y;«^;Uil^x;^^^ 

y) f^xxyw) b^xy^) bUi^y (9 0mg ) 0;^^y 
— yKO. 9ml ) i^^^on.?^^'^ (0. 9ml) Oil 
^^mmizp-h)\^:xiyx)Uii^^>m- l7k«!Bg(3 2. 3 

mg) SrjDl. M?aT8B^}S#L7to S:i35*^Tf*. S 

fz. 7lc. PSxf-yPTiJfem*. SE^LTBWt: 

(2 6mg) STtf/c. 
iH-NMR (400MHz. DMSO-de) 

3.71(3H, s), 4.09(2H. s). 6.65(1H, d. J=5.4Hz), 6. 
81 (IH. d. J=16.4Hz). 7.05(2H. d. J=8.8Hz), 7.39(2 
H. id). 7.46-7.49(lH. m). 7.49(1H, d, J=5.4Hz). 7.6 
2(2H. d, J^.SHz). 8.55-8.56(2H, m), 8.95(1H, br, 
s). 10.59(1H. br.s)« 

[0 1831 (mmmi 5) (e) -4- ( 2- (2- 

(N- (T5y;»yl^;KxyU;>(^y|^) -N- (4-^h^ 
f>0-Hf>-x;l^:^x/i.) T$y) :7xxyi^) b^-yp) b 

^Jz^yitmit^WS^^ 1 - 2 ) 

(E) -4- (2- (2- (N- (;*/lx#^i^^f-yU) 
-N- (4-> h=3r£/'^>'-t:yxyP;f.xyp) rsy) 7 
i-yp) b'xyl.) bUS^^^^tSBfS (84. 9mg) . * 
}tttX?;U;K>^'-f £ H • iSBrS ( 5 7. 5mg) . bFo 
d5^S/^>'y M>ry— yP (2 9. 7mg). 28%r>' 
^exT^K ( 3m 1 ) . N-;<^yU^yP;M>>' ( 0. 15 
ml) RX/i^^i^au^i^y {3. 8m 1 ) S:fflV\ HSfe 
W3fc|ll«(cLT, Bfi^b-^JISJ (2 8. lmg)5r# 

iH-NMR (400MHz. QClg) 

3.79(3H, s), 4.16-4.18(2H, m), 5.66(1H. br, s), 6. 
63(1H. br, s). 6.81-6.%(3H, m). 7.05(1H. d. J=7.7 
Hz). 7.19(2H. d. J=4.9Hz). 7.27-7.40(3H. m). 7. 64(2 
H. d. J=^.OHz), 7.70(1H. d. J=7.7Hz). 8.56(2H. d. 
J=4.9Hz)o 

[0 184 1 (mm^mie) (e)-4-(2-(2- 
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(N- ( (N' . O-i^j^^/i^) b KP^>-;UT$y;& 
;l^.-tf-yP^^;U) -N- (4-;< 

feS"?" 1 — 20) 
(E)-4-(2-(2-(N- 

t~;U) trUi^VSSSa (84. 9mg) . ;4< 
S K -mM^ (5 7. 5mg) . b Ho 
^i^Ky'/hVT'/—J\^ (2 9. 7mg) . N, 0->? 
^f^;Ub HD^rv-r S:^S^tg (3 9. Omg). N- 

(0. 15m\) RX/'Ji^uuj^i^y 

(3. 8ml ) mmistmmizLx. smt 

^^{12. 7m 8) 
iH-NMR (400MHz, CDCI3) 

3.14(3H. s), 3.66(3H, s). 3.71(3H. s), 4.^-4.62(2 
H, m), 6.74-^.87(3H. m). 7.24-7.27(2H, m), 7.31-7. 
35(3H. m), 7.65(2H. d, J=8.9Hz). 7.70(1H. d,J=7.6H 
z), 7.83(1H. d. J=16.4Hz>. 8.57(2H, d, J=4.6Hz), 

[0 185] (mmmii) (e) -4- ( 2- ( 2- 
(N- (^^;ursy;»;i^;f^~;i^j><^;i^) -n- (4- 

(E) -4- (2 - (2 - (N~ (;i&;P;K^S/';><^;U) 

X -/u) b'-;u> i/y&tm ( 0 . 2 1 g ) . tKJS 

tt;<7/W;KS^M S K ■ ^KiS ( 0 . 1 0 g ) . b Kd^^- 

'O-y Mi ry-;K 7 4 . 3mg) . >><f-/^r5>^a 

BaS(67. 5mg) . N-^^;^^:;!/;^;^ (0. 3 
Sm\) RX/i^1^ua;<l^y {2. lml)SrffllKll 
Jtflaj3i:|i|fiWctT. aM'fl:-^(58. 6mg) $:# 

1H~NMR (400MHz, CDCI3) 

2.75(3H. d, J=4.^z), 3.81 (3H, s), 4.09-4.13(2H, 
m), 6.65(1H, br. s), 6.66-6.96(4H. m). 7.22(2H, d, 
J=6.1Hz). 7.2S-7.44(3H, m), 7.64(2H, d, J=8.9Hz). 
7.68(1H, d, J=6.5Hz), 8.58(2H. d, J=6.1Hz)„ 
i^miS) (E) -4- (2- (2- (N- (i^^ 

■ y^y:^)]^^^:=^)\^) TSy) b^;U) brUi/ 

y(«?ij*<t^«!«-^i-8) 

(E) -4- (2- (2- (N- (^/P.K^^-^-f-/^) 

-N- (4-;^h^>'0'-tf>^:^;U4;^;^) rsy) :7 
x-;u) b'~;u) tf U i^ymm& ( 0 . 2 1 g ) . 
ttX^ii^^fCs^W ^ K • iSMtS ( 0 . 1 0 g ) . b KD^ix 
KyYhVTY-;V {7 4. 3mg) . >-'^f*/ur^>' 
iS^tS (81. 5 m g ) . N -;^f-;U^;^7^ U >^ ( 0 . 
3 8m 1 ) &t/Sxi5^Qn;p<^'>' ( 2. lml)$:flB^.\ 
^Sfil5«3i:|5l:KtcLT. SW-fb-^ (4 7. Irng)?: 

ft/::* 

iH-NMR (400MHz. CDCI3) 



2.84 (3H, s). 3.01 (3H. s), 3.76(3H, s). 4.20-4.60(2 
H. d), 6.84-6.88(3H, m), 7. 17-7.26(2H, m). 7.31-7. 
35(3H. m). 7.67(2H. d. J=8.9Hz), 7.e9(lH, d.J=7.2H 
z). 7.82(1H. d. J=16.3Hz), 8.58(2H, d. J=5.7Hz). 
[0 186] (^Mg^Jl9) (E)-4~(2-(2- 

(N- ( {0-^y-Jj\^) bKp^sx;i^T$y;<^;i<-:K^ 

-N- (4-;<h^i^^y'^y:^)i^^^^fi^) 
r5y-5-;><f-/l^) :7x^;U) b^^yp) b'Ui/>- 1 
-^^£^H (g8^-ft:^#-^ 1-15) 

(E) -4- (2- (2- (N- (:^fU7f.^i^^^/U) 

-N- (4 h=¥i^'<^>'-tfy:^/^*— ;^) ray) 7 

x-;!^) b--;P) b'Ui/'V 1 -^^i^K (0.15 
g ) . ^|c^^4*/^;^<S^M S H • WLW^ (71. 9m 
g ) . b Kn^i^O-y b U rywl- (37. 2m 
g). O-^yi^JVt^Vu^i^rS.y^m^ {7 9. 8 
mg) , N-^-^/l^^/U^^UV ( 0. 19m\)&Vi^ 
^no;»<^y(l. 5m 1 ) ?rfflVK ||Ste^J3i:|iIfilfc 
LT. HW^b-^ (88. 8mg) 
iH-NMR (400MHz, CDCI3) 

3.80(3H. s), 4.03-4. 31 (2H. m). 4.82(2H. s) . 6.81(1 
Hp d. J=16.4Hz), 6.84-6. 91 (3H, m), 7.21-7.39(9H, 
n). 7.48-7.62(3H. m) . 7.68(1H, d, J=7.9Hz). 8.00(2 

H. d. J=7.0flz), 9.89(1H, br. s). 

[0 187] (mmm2 0) (E)-4-(2-(2- 
(N- (Kyj^jUT i y A}i^^>:^JUJ<^J\^) -N- (4 

-;>(h^i^^y-^y:^f\^^-^f\^) rsy) :7x::i;i-) b^ 

n/i.) b"!; >^y 1 -:;i'^i^V( m:it^^^ 1 - 1 

1) 

(E) -4- (2- (2- (N- (^fl^Tf.^i^y^/i^) 

-N- (4-;^h^>"^>'-b>^;^*-y^) ray) :7 

x-;^) b'-;^) brU5;^>' l-:t^v'h'(0. 10 
g ) . ^k^tt*;U/"K£^M S H • (48. 9 m 

g) . bKn^r>"^>'yhUry-;K2 5. 3m 
g) . OS^Vl^rSV (3 7. 1/i 1 ) . N-^f^;I^^ 
^^^^^^(O. 13m\ ) RX/'J^t3x:tj(i^y ilm 

1 ) Srfflw mm\3 tmmi^zLx . se^it^v^ (5 

4. Img) 5:#5t« 
iH-NMR(400MHz, (DCla) 

I. 90-1.99(1H, m), 3.85(3H. s) , 4.03-4. 15(1H. m) , 
4.36-4.38(3H. m), 6.69(1H. d, J=16.3Hz). 6.80(1H. 
d. J=8.0Hz), 6.86-6. 88(1H. m) , 6.94(2H, d, J=9.0H 
z), 7.07-7. 12(4H, m), 7.23-7.27(3H, m), 7.38(1H, 

t, J=7.8Hz). 7,52{1H. d, J=16.3Hz). 7.61 (2H. d. J= 
9.0Hz), 7.65(1H, t. J=7.8Hz). 8.03(2H. d,J=7.1H 
z). 

[0188] (^W21) (E)-4-(2-(2- 

(N- (o-y;urayxy;i^;K:i>yi^^^;P) -n- (4 

h^v-o^'^vj^yuT^z:.;!^) ray) y:^-;^) b" 

\i'V'Jy( m^it'^^^^ 1-12) 
(E) -4- (2- (2- (N- (Afi^^^^i^^f^fi^) 
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x-;U) t':::yP) tfU ( 0 . 2 1 g ) . ;fc^ 

tt7>;i/.-K>^>f s K • mssm ( 0 . 1 0 g ) . b no^i^ 

^WMITV-zK 74. 3mg) . ^Vi^Vl-r^y 
(0, 11ml). N-^^/l^yU^U^^ (0. 38m 

1) &lfiyiPaa;<9y (2. 1 m 1 ) SrfflV^. ^Jgj?! 
3i:|pl«tzLT. a«Kt;^«J9 ( 8 6 . 5mg)S:^3t. 
iH-NMR (400MHz, CDClg) 

3.82(3H. s). 4.08-4.13(lH. m). 4. 28-4. 37 (3H. m), 
6.73(1H. d, J=16.3Hz),6.84-6.87(2H, m), 6.93(2H. 
d. J=8.9Hz), 7.06-7.07(2H, m) . 7.11(2H, d. J=6.0H 

2) . 7.22-7.26(3H, m), 7.38(1H, t, J=7.7Hz), 7.48(1 
H, d. J=16.3Hz), 7.62(2H. d, J=8.9Hz), 7:66(1H, d, 

J=7.7Hz), 8.51(2H. d, J=6.0Hz), 
[0 1891 (mmm22) (E)-4-(2-(2- 
(N- ( (0->-^nrPt;fyUp<f";l^) bHo^i^/l^T 
5y;»;i//K-;i^^^yu) -N- (A-:^h^i^0^y 

(^J^^b^ita*^ 1-31) 
(E) -4- (2- (2- (N- {A;\^7i(^iyj^^/l^) 
-N- (4-^ h^S/^^^-ifyXyUrf^::::;^) T$y) :7 

x-;U) b'-;P> U 1 H ( 0 . 18 

K) . 7}Qm*;l^7^W ^ K -mm^ (86. 2m 
g ) , b Ho^r i^O-V^ h V TV—)\/ (44. 6 m 

g) . o-v'^j^orob/wpC'f./ub Hn^wurs>' 

(74. 2mg) . N-;»^f-y^^;l^;t^U y (0. 2 3m 
1 ) ^Xf-J^^n:<9y ( 1 . 8ml) SfflW 
3fc|5imtzLT. aW^t'&ft (7 5. 9mg)S:^/v:. 
iH-NMR (400MHz, CDClg) 

0.30-0.34(2H. m). 0.62-0.66(2H, m). 1. 10-1. 16(1H. 
m). 3.67-3.84(2H, m),3.87(3H. s). 4.03-4.05(1H. 
n), 4.34-4.35(lH, m). 6.85-7. 05(4H, m). 7.25-7.53 
(5H. m). 7,68(2H, d. J=9.0Hz). 7.74(1H, d, J=7.0H 
z), 8.20(2H. d, J=7.1Hz), 9.35(1H, br, s), 
[0 190] (lltfeg<J23) (E)-4-(2-(2- 

(N- ( (O-i^r^^ornb/u^^^;!^) bKo^>-;UT 

^^t;^iB5#-tl-3 2) 
(E) -4- (2- (2- (N- (;!^;P7j<^r>';<^;^) 
-N- (4-;< h^i^O-fcfyxy^Tr.— ;u) TSy) 7 
x:i;U) b':x;P) tfUi^V^KJS (0. 2 1 g) , 

S K • ( 0 . 1 0 g ) . b Ha^i^ 

^ W M; TV— ;K 7 4 . 3mg). 0->':;^Qrn 
tr;Mf-;Pb Hu^i^/i-T^:^ ( 0. i2g).N-^ 

(2. Im I ) ^Sfil5ij3i:|l]aCLT. Bft^l: 

( 2 3. 6m g) SritTto 
iH-NMR (400MHz. CDCI3) 

0.23(2H, m), 0.54-0.57(2H. m), 1.03-1.09(1H. m). 



3.65-3.66(2H, m). 3.79(3H. s). 4,10-4.21 (2H. m), 
6.83-7.02(4H, m), 7.22-7.41( 5H, m), 7.64(2H,d, J= 
8.9Hz). 7.70(1H, d, J=8.1Hz). 8.57(2H. d. J=6.1H 
z). 9.25(1H. br, s). 

[01913 (iiMga2 4) ( E) -4- (2- (2- 
(N- (;>cf-;Pr$y;»;Ud<:::;l^;>^f-/P) -N- (4- 

)V) \:^)'Jv i-^^^-H( ga^^t:'&^#^ 1 - 5 ) 

(E) -4- (2- (2- (N- (;<?;U.i<^>';><f-yU) 
-N- (4-;^ h=^Sx/<.v-b>::^;U5f>:::;P) r^y) 7 
x:i.;U) b"-;l^) e'JS^':x l-:t^£^H(0. 10 
g ) . ?icJgtt*;P*'>-'>f S F • seas ( 4 8 . 9m 
g) , bHcr^Sx^^^VhUry— ;P (2 5. 3m 
g) . ^f-;PTS>'JeKJB (22. 3mg) . N->^ 
y ( 0. 1 3m I ) a^/i^'^na;?< ( 1 
ml ) Srfflvv ||Sfi0y3i:l«I«tct-C. SfftJ^t-^ (6 
9. Omg) ^mz. 
iH-NMR (400MHz, CDCI3) 

2.76(3H, d, J=5.0 Hz). 3.84(3H, s). 3.90-4. 13(1H. 
m). 4.14-4. 24(1H. ni).6.54(lH. m). 6-85(lH, d, J=l 
6.4Hz). 6.92-6.95(lH. m), 6.94(2H, d, J=9.1Hz). 7. 
25-7.30(3H, m). 7.38(1H, t. J=7.0Hz), 7.41 (IH, d, 
J=16.4Hz), 7.64(2H. d, J=9.1Hz). 7.67(1H, d. J=8.1 
Hz), 8.15(2H. d, J=7.1Hz), 

[0 1 92 3 (^tfegB25) (E)-4-(2-(2- 
(N- {.^J:^^)Vr^Jii)\^if^::^)Vy^'i-}V) -N- (4 
-^Y^i^K,y^>7.)Vi!r-:::-)V) TiJ) 7x:=.;l^) b' 
) tf U v-V 1 - K 1 - 7 ) 

(E) -4- (2- (2- (N- (*/P.i<^i^^f^;P) 

-N- (4-;>< h*^"<.>"tf>';^;^*— ;w) rsy) 7 

xZi;U) b'::i;U) b"U><V l-:t^>-H(0. 10 
g ) . *JStt7>yU/i<S^'>f S H • (48. 9m 

g) . bHo^£/0'y'hUTy-yK2 5. 3m 
g) . V:^^)Vr^ym3^ (2 6. 9mg) , N-;^ 
U y ( 0 . 1 3m I ) atXi^'^^no^^^y 

(1ml) Srfflvv IIJSM3i:In|«CcLT. BW^t^ 
(7 6. 2mg) Sr^Tt, 
iH-NMR (400MHz. CDCI3) 

2.87 (3H. s). 2.99(3H. s), 3.79eH. s). 4.24-4.28(1 
H, m), 4.62-4.66(lH, m) . 6.83(1H, d, J=16.4Hz), 6. 
86(2H, d, J=8.9Hz), 7.10(1H, d, J=8.0Hz). 7.22-7.2 
6(1H,. m), 7.34(1H. t. J=7.5Hz), 7.39(2H, d, J=7.0H 
z), 7.64(2H, d.J=8.9Hz). 7.69(1H. d. J=8.0Hz). 7.9 
2(1H, d. J=16.4Hz). 8.16(2H. d, J=7.0Hz) . 
[0 1 93 3 (^fifefflJ26) (E)-4-(2-(2- 
(N- (r$yx;l^?^—;U>>(^;l^) -N- (4-p<b^ 

U Wm^.^^W^^ 1-36) 
(E) -4- (2- (2- (4-.X x'^.v-fcfv;;^;^ 
:t;::^;^rsy) :7x::i;U) b':x;U) bUv-V (0. 18 
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g) Sri^'^f-yU^yPATSH {4ml ) izmmt. ^Wt 
( 0 . 2 6 g ) S:lra;t. 70'*CT'12^S}S**L/c. RiES* 

1:4) T-SigL^c. #4>iX7taW<b^fla?r. ftKx-^ 

;^&y^^^'9"y^^g^^§^s ( i : i o ) rs^au. f# 

htlfz^^BinSLL. la^L, Sem^^Ss (18. 3m 
iH-NMR (400MHz, CDCI3) 

3.74(3H, s). 4.92-4.94(4H. m). 6.83-6.87(3H. m), 
7.15-7.20(4H, m), 7.31-7.35(1H, m), 7. 40-7. 44 (IH. 
m). 7.59(2H. d. J=9.0Hz), 7.68(1H, d, J=8.0Hz). 8. 
56(2H, d, J=4.5Hz). 

[0 194] {mmm27) (E)-2-(2-(2- 

(N- (bHD^y;l^r$y;»;U;i<::^yW^-f-;U) -N) 

)V) \^^J-Jy l-;r^v'K (C?»^t;^iB!i»^ 

1- 67) 

(27-1 ) (E) -2-(2- (2-r5y7x^;l-) 

2- t'-;Pb-i;^'>^ ( 6. 5 7g). 2-7'n^T-»; 
y (8. 6g) . M;a:-^;l/rS V (2 5m 1 ) . i^K 
yN-^i^'^A ( 1 1 2. 2mg) at/O-hU hU/U-Tt;::^ 
7-fy(608. 3mg)S:fflV^. ^mi-ltmk 

J: 0 a«^t-^ ( 6 . 6 5 g ) i^fz. 
iH-NMR(400MH2, CDClg+DMSO-dg) 
3.95(2H. br s), 6.73(1H, d. J=7.8Hz). 6.81(1H. t. 
J=7.8Hz). 7.06(1H. d.J=16.6Hz), 7.09-7. 14(2H. m). 
7.35(1H. d. J=7.8Hz), 7.48(1H. d, J=6.5Hz),7.65(l 
H. t. J=7.8H2), 7.78(1H, d. J=16.6Hz), 8.60(1H, d, 
J=5.5Hz). 

(27-2) (E) -2- (2- (2- (4-^f^>- 

-tf ) T ^ y ) 7 x =:^)V ) b^^;i^) u 

i^y 

(E) -2- (2- < 2-T5y:7x-;P) b*-;p)tr 

Ui^'y (6. 6 5 g) . t^Ui^V (4. 5ml) S.t/4 
->h^i^'<y-fc:>'X/^*— /U^^a^-f H (8. 4g) 

^fflvv ^M<?!I1 -2i:|5ia^0^i£tcJ: 0. BW^L^ 
(8. 73 g) ^Wz. 
iH-NMR (400MHz, CDCI3) 

3.74(3H. s).. 6.75(2H, d. J=8.2Hz), 6.90(1H, d, J= 
7.8Hz), 7.19-7.36(2H, m); 7.40(1H, d, J=16.2Hz), 
7.61(2H. d, J=;8.2Hz). 7.66(1H. t. J=7.8Hz). 7.74(1 
H. d. J=7.8Hz). 7.93(1H, d, J=7.1Hz), 8.11(1H. d. 
J=16.2Hz), 8.29(1H, t. J=7.8Hz), 8.67(1H, d. J=6. 
IHz), 9.18(1H, s). 

(2 7-3) (E) -2- (2- (2- (N- ( t 



-N- (4-^h^i^^V-tr 
yX)V:^.::::.}V) T^J) V aL:z,)V) b'ri;W) tfUyV 
(E) - 2- (2- (2- ( 4 - ^ h i^O-tf VX/U 

TSy) 7x-;u) b'-;wtrys;^y (3. 0 

Og) . :ro^PS?t-rf^;Ux;;^T>'P (2, 3 9g) 
at^^K^U'^A (3. 39g) SrfflVV §SjSSfi?«l-3 

0 . BW-fL-^ ( 3 . 1 3 g ) 

tz. 

lH-NMR(400MHz, CDCI3) 

1.39(9H, s). 3.74(3H, s), 4.04-4. 21(1H. m) . 4.32- 
4.48(1H. m). 6.82(1H. d. J=7.7Hz), 6.83(2H. d, J= 
8.7Hz). 7.07(1H. d, J=16.3Hz), 7.16(1H, t, J=7.7H 
z), 7.24-7. 33(2H, m). 7.37(1H, t, J=7.7Hz). 7.45(2 

H. d, J=7.7Hz), 7.57(1H, d, J=16.3Hz). 7.65(2H, d, 
J=8.7Hz). 7.66(1H. d, J=7.2H2), 7.74(lH,d, J=7.7H 

z), 8.57(1H, d. J=4.0Hz). 

(2 7-4) (E) - 2- (2- (2- (N- {:^)Vi!f^ 
^i^s^^jV) -N- (4-;>^ h^xO''^>-J^/U;nx 

;u) rsy) 7xx;i^) b^xyp) l-^^>- 

Ji 

(E) -2- (2- (2- (N- ( t-yh^rS^;<?/P.i^ 

-;up<^;^) -n- (4-;< h^^-^y-bV^^L/PT^- 
zu) rsy ) y'x-yi-) 7P) tri;i;^>' ( 7 1 om 

g) &l/^m-:^ooig^.g.#B! ( 5 9 5mg ) 
«fit?yi-4fc|Rl®C0¥iSiCj:»?. (E)-2-(2- 
(2- (N- {t-y'h^zy^)Un^s:ZfUjX^j\^) -N- 

(4-^ h:3ri^O'-fc:^^X;l';t:x;U) TSy ) :7xX 
;U) t;-;P) tUi^y 1 -^t^v-KSr-^fiKL. 
tC. bU:7;P^nS^S? (3. 0ml ) S-fflV^T. mmm 

i-5tmmco^mi,zx^. BW-fL^^sji (403. 2m 

g) ir^z. 

(S> (E) - 2- (2- (2- (N- It-rh^iy-A/U 
ifri/P^^/P) -N- (4-^ ^*i^'^yHfyx;^;^- 
y^) rsy) :7xx/u) t'xyp) t u>^'y i-:^^y 

iH-NMR (400MHz, CDCI3) 

I. 41(9H,s). 3.87(3H, s). 4. 18-4.22(1H, m), 4.24-4. 
36(1H. m). 6.92(2H. d,J=8.9Hz). 7.06(1H. d. J=^.OH 
z). 7.11-7.34(2H, m). 7.19(1H, t, J==8.0Hz) .7.39(1 
H, t, J^^.OHz), 7.66(2H, d, J=8.9Hz). 7.75(1H, d. 
J=7.3Hz), 7. 78-7. 88 (2H. m). 7.95(1H, d, J=8.0Hz). 
8.30(1H, d, J=6.3Hz). 

0(E)-2-(2-(2-(N- (;<?;P*f^v'^^ 
;!x) -N- (4-y h^i>^>-t:>'X/!<';i^— ;^) T5 
/) 7x-;P) b':^:;^) h'Vi^y l-:t^>-H 

iH-NMR (400MHz, CDCls+DMSO-dg) 
3.87{3H, s). 3.88-3. 97(1H, id). 4.66-4.78(lH. m) . 
6.74(1H, d, J=8.0Hz). 6.92(2H. d, J=*.9Hz). 7.12- 
7.19(3H, m), 7.27(1H, t, J=8-0Hz), 7.55(1H, dj=l 
7.0Hz), 7.56{2H, d. J=8.9Hz). 7.57(1H. d. J=7.3H 
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z). 7.74(1H, d, J=8.0Hz), 8.18(1H, d, J=17.0Hz). 
8.26(1H. d. J=6.6Hz). 

(27-5) (E)-2-(2-(2-(N-(bHQ 
:S^i^;l^TSy;e?;P/i<^;l^^^;U) -N- 

(E) -2- (2- (2- (N- (jJ&yP^'^v-^^;!^) 

x^;^) b'-/U) eUi^V l-Jt^i^H (150m 
g) , ?fQ^tt>&;P';K>?-< 5 K • JSSrffi (130. 4m 
g) . bHo^fi/^yy^hUrV-^U (57.5m 
g) . N-;^^;^^:;!^^;!;^ ( 1 0 3. 2mg)&i;^0 
-xh^bHoe^:i/UbKn^>//ur$>^ (79. 7 

mg) SrfflVV xH^bHnb-^:i;UXi7)M«a 
t2{4. p-h;Px>'X;W*>'Bg- l7l<ft|JB9(6 7. 9m 
g) Srfflv^T. ^ttMl-6i:[n|>K6O^&tcJ:0B6<Hk 

(109. 8mg) Sr^Tt. 
iH-NMR (400MHz, CDCla-HDMSO-dg) 

3.82(3H. S). 3.85-4.08(lH. br s), 4. 30-4. 51 (IH. br 

s). 6.88(2H. d. ,J=8.8Hz), 6.96(1H, d, J=8.1Hz), 
7.14-7.19(2H, m), 7.26(1H, t. J=8.1Hz). 7.30(1H, 
t. J=8.1Hz). 7.36(1H. d, J=16.8Hz). 7.64(2H. d, J= 
8.8Hz). 7.65(1H, d. J=8.1Hz). 7.82(1H. d, J=7.7H 
z). 7.90(1H. d. J=16.8Hz), 8.23(1H, d. J=6.4Hz). 
8.62(1H. br s), 10.2 (IH. br s) « 
[0195] (mmBl2S) (E)-2-(2-(2- 
(N- (bKo^v-;l-T$y^;l->K::^;PJ^-f-^l^) -N- 

;P) bUS/^^ Cgy^-fL-a-iBj^-f- 1-68) 

(2 8-1) (E)-2-(2-(2-(N- {/7)i^&* 

-N- (4-;>g h^i^^>-bVx;W:fv>:::^ 
;!^) T$y) :7x^7l-) b^::./!^) bU>-^V 
(E) -2- (2- (2- (N- ( t-yh^i^;<r;U.K 

-;U;<f-;W) -N- (4-.>{ h^v-O'-^vx/WT^::! 
;U) TSy) 7x-;^) b'^;U) eUS/y (47 3. 8 
mg) ai»i;7/^;i-nifB! (3. Om 1 ) SrfflCK H 
ififi^J 1 - 5 fc|S|«c7)^SfeCC J: 0 aW^t^iftl (18 6. 4 
mg) $r#3t. 

iH-NMR (400MHz, CDCls+DMSO-ds) 
3.74(3H. s). 4.26(1H. br s). 4.38(1H, br s) , 6.84 
(2H. d. J=9.0Hz), 7.05(1H, d, J=16.3Hz). 7.17(1H. 
d, J=7.8Hz), 7.25(1H, t, J=7.8Hz), 7.36(1H, J= 
7.8Hz), 7.48(1H. d. J=7.1Hz), 7.61-7.78(6H, m), 8. 
57 (IH, br s). 

(28-2) (E) -2- (2- (2- (N- (b Ho 
^i^;Pr5y;?&;P;Kji;W;><^;l^) -N~ (4-:^h^i^ 

(E) -2- (2- (2- (N- (;*/P;K^f>'-Xf^;U) 
-N- (4-;>< h^^rS^^V-bVx;]/';^::^;^) TSy) :7 



xil/!^) b'~;U) eUS^^y (4 3 1 . 6mg ) . ?}ci»tt 

(389. 3mg ) . b Ha=3?^ 
i^O^yfUry-;!^ ( 1 64. 9mgmg).N-p< 
-f-ZP^r/l^d^ U V ( 3 0 8 . 5mg) at/'O-'Th^b K 
ob5:=^/PbHo^>'/l'TS:^ ( 2 37. 8mg)?:ffl 
v\ rh^bKnb^:::;U«<7)ffii«^gt::{±. p- 
h;Px>'X;Wrf-.>'Sl • iTkftSSg (10 7. 7ms) im 
V^T . IIStei5!l2 - 2 i: |nI«co#ffi(3 J: 0 SW^b-^ ( 1 
3 7. 6mg) i:nfz. 
iH-NMR(400MHz, CDClg+DMSO-dg) 

3.67(1H, d, J=14.2Hz), 3.82(3H, s) . 4.62(1H. d, J= 
14.2Hz), 6.71(1H, d, J=6.9Hz). 6.97(2H. d, J=8.8H 
z). 7.15(1H, d. J=16.1Hz), 7. 18-7.29(2H, m),7.32- 
7.41(2H, ffi), 7.68(2H, d, J=8.8Hz), 7.75(1H, t, J= 
l.mz). 7.80(1H. d, J=7.5Hz). 8.04(1H. d. J=16.1H 
z), 8.53(1H, d. J=4.3Hz), 9.88(1H, br s) . 
[0 1961 (Igttgy29) (E)-2-(2-(2- 
(N- (riy:^/V^^::^Jl^y^J\^) -^N- (4-;^h^ 

i^^y'\fyx;i':^s-}\^) rsy) 7xri;i^) \izL/i,) b 

U i^y 1 K mmt^^^ 1-65) 

(E) - 2- (2- (2 - (N- (;<7;^7K^>'><f*;^) 

-N- (4-;^ h^>"^>"feV;^;^;^— ;^) rsy) 7 

x::i;U) b'-;P) bUS;^^^ 1 (100m 
g ) . S K • (87. 1 m 

g) . bHo4r>'<yyhUTy'-/K3 8. 3m 
g) . N-;^^y^^yP*y;^ (6 8. 9mg)S,t^r>' 

^-r* ( 2 8%. 0. im\ ) ^m\^^. mtms km 

mc^^mzX 0 . aW^L-^ ( 4 O. 1 mg ) S:#7t. 
iH-NMR(400MHz, CDClg+DMSO-dg) 

3.71(1H, d. J=12.3Hz), 3.84(3H. s). 4.36(1H. d, J= 
12.3Hz). 6.46(1H. s),6.89(lH. d, J=7.3Hz). 6.92(2 
H. d. J^.SHz), 7.00(1H. d. J=18.8Hz), 7.17(1H, d 
d. J=6.3, 7.3Hz), 7.25(1H. br s) , 7.37(1H, dd, J= 
6.3. 7.3Hz), 7.40(1H, t, J=:8.0Hz), 7.53(1H. d, J= 
8.0Hz). 7.62(2H. d, J=8.8Hz), 7.63(1H. t,J= 8.0H 
z), 7.65(1H, d, J=18.8Hz). 7.86(1H. d, J=8.0Hz). 
8.26(1H, d, J=6.3Hz)o 

[0 197 1 (mmmso) (e)-2-(2-(2- 

(N- (T^y:^)V^^:=^)i^J<'^J\^) ~N- (4-;><h^ 
i^^y^yXfU:i^=ifU) TSy) yji:^JU) b'::i/P) b- 

^jjiyjif^m-ft^^^' 1-66) 

(E) -2- (2- (2- (N- (;&/^7K^£^^f^;U)' 
-N- (4-^h^i^^V-b'^X;^*— ;^) T^y) y 

xii/i-) b'-;P) fcryi;^>' ( 180. 9mg) . 

'ffiSfffi ( 1 63. 4mg) . bKn^ 
h u ry-;u ( 6 9 . Img) . N-;<^J\^^ 
;U*U>' ( 1 50. 8m g) ai^T>'^::^r* (2 8 

%. 0. 2ml ) ^m^\ mmmstmmco^mizx 

»?. aW^k-^Jfe (177. Omg) Srf#/i. 
iH-NMR(400MHz. CDCla+DMSO-dg) 
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3.78(3H» s). 4.00-4.46(2H, m). 5.51(1H, s), 6.83(1 
s), 6.90(2H, d, J=9.0Hz), 6.98(1H, d, J=7.7Hz). 

7.06(1H, d, J=16.1Hz). 7.17(1H. dd, J=5.1.7.3H2) . 

7.26(1H, t. J=7.7H2), 7.30(1H, d, J=7.7H2). 7.37 
(IH, t, J=7.7Hz), 7.64(2H, d, J=9.0Hz). 7.65(1H. d 
d, J=5.1, 7.7Hz), 7.72(1H, d, J=16.1H2), 7.75(1H, 
d. J=7.3H2), 8.57(1H. d. J=5.1Hz). 

[0 198] {mmmsD ( z) -2- (2- (2- 

(N- (bKi:7^>-/UT5y;»;l^^^;l^;<f-;U) -N- 

) }zzi;v ) e U 1 - K (gy^ib;^feS^ 
2-1 1) 

(3 1-1) (Z) -2-(2- ( 2--::ihP7x:=. 
;P) 

H(20. Os) trr-h'^^Y^yyy {300ml) 
^Ifj^f^/l^S^'v-^S^'H (1. OM in hexane. 4 8. 4 

x\ ei;i^'>'-2-r;^Tt k (4. 7 5g) co-rh^. 

hV^uy^y (20ml ) r§?gSr?iSTL. 
(5. 09 g) ^nti. 

iH-NMR (400MHz. CDCI3) 

6.84(1H. d, J=12.3Hz), 6.90(1H. d, J=«.OHz). 7.05 
(IH, t, J=7.6Hz), 7.11(1H, d, J=12.3Hz), 7.25(1H, 
t. J=8.0Hz), 7.35-7.56(3H, m). 8.13(1H. d, J=8.0H 
2), 8.48(1H. d. J=6.3Hz). 
(31-2) (Z) -2-(2- ( 2~r5y:7x:=. 

(Z) -2 -(2- ( 2-::iha7x::;;U) t':iyWt:!J 
>^y(2. 5g) SrX:$^y-;K2 0m 1 ) at/* ( 1 

0ml) com^^mmzmmL. mitry^^^i^ ( 2 9 

5mg) km {I. 2 9g) irint. 2^S3 0^^raaD 

mM^iLfz. Rm^T^k. ^mmi:^y>( hriatccto 
n^ti^mm^. i^')i3^)i^:^yj^9u^vyvy 

T'»iSL. aW^b'&ife ( 1 . 7 2 g ) Sr^Tto 
iH-NMR (400MHz, CDCI3) 

6.68(1H. d. J=7.7Hz). 6.70(1H. d, J=8.2Hz). 7.76(1 
H. d, J=12.3Hz). 6.82(1H, d, J=12.3H2), 7.04-7.20 
(2H. m). 7.21(1H. t, J=7.8Hz). 7.25(1H. d, J=7.8H 
2). 7.41(1H. d, J=7.8H2). 8.56(1H, d. J=6.5Hz). 

(3 1-3) (Z)-'2-(2-(2- {A-:^Y^iy 
0--tf>-A;l^;n^;W) T^/) 7x^;P) b^^;P)t:r'J 

i?y 



(Z) -2 -(2- (2-T5-/:7x-;l') b'-yU)b-U 
'Jy {I. 7 1g) . bUS/V (3. 2ml ) St/4- 

h^i^'<:>'-fefyxyu*:-y^^^Q^^ K ( 2 . 7 0 g ) 

€:fflv \ mmm 1-2 1 nm(r>^mizt: 0 ^mit^ 

(1. 58 g) 5:f#7to 
iH^MR(400MHz. CDCI3) 

3.81(3H. s). 6.18(1H. d, J=12.5Hz). 6.65(1H. d, J= 
12.5H2). 6.83(2H, d, J=9,0Hz), 6.88(1H. d, J=7.6H 
z). 7.06-7. 10(2H, m). 7.11(1H, dd, J=4.8. 8.2Hz). 
7.25(1H, d, J=7.6Hz). 7.44(1H, t, J=7.6Hz). 7.57(1 

H. d. J=8.2Hz), 7.60(2H. d. J=9.0Hz), 8.26(1H, s), 
8.51(1H, d, J=4.8Hz). 

(31-4) (Z) -2- (2- (2- (N- ( t-r 

y:z.)Vit:zL}V) r^y) 7x:i;i-) bJ^;i^) \::v-Jy 
(Z) -2- (2- (2- (4-;>^ h^i/'<VHfv.x;U 
it^-ju) rsy) :7x-;u) b-;^)by£/'y (1.5 
8 g ) . :ra^»i?t-7'f^;i'X:^x>'W ( 1 . 0 9 g ) 

Rl/m^iiVyM. (2. 98g) SrfflW IISSe^l-3 
fc|5l«co#fttcJ: 0 a«Kt^{i?3 ( 2 . 0 2 g ) 
iH-^MR(400MHz, CDCI3) 

I. 38(9H, s). 3.86(3H. s). 4.27(2H, br s). 6.72{1H. 
d. J=12.4H2). 6.89(1H. d, J=12.4Hz). 6.94(2H. d, 

J=8.9Hz), 7.08(1H, t. J=7.8H2). 7.11(1H. d.J=7.2H 
z), 7.13(1H, d, J=7.8Hz). 7.16-7.19(3H. m) . 7.40(1 

H, t, J=7.8Hz),7.70(2H, d, J=8.9Hz), 8.55(1H, d, J 
=4.9Hz). 

(3 1-5) (Z) -2- (2- (2- (N- (t-y 
b^^;»/P/i<^;l-^f-/l-) -N- (4-^ h^>-^>-Hf 
yXJi^n-^z:-)]^) r$y) 7xx;l.) bx;P) b'j5^> 
l-:^^i^H 

(Z) -2- (2- (2- (N- ( t-yh^>';&;^-1^ 

-;U;><^;P) -N- (4--?<h^i/'/<Ly-ifvx;U*:- 
;^) rsy ) :7x:::;U) b::!;^) bUi;^y ( 5 00m 
g) fttXiD-^^onaSSASe (4 1 8. 9mg) 

mmm i - 4 1 0 ae^^k^^Js ( 3 s 

3. 3mg) 5rf#fCo 
1H^||MR (400MHz. CDCI3) 

I. 37(9H. s). 3.88(3H. s). 4.23(2H. br s), 6.74(1H, 
d, J=12.5Hz). 6.88(1H, d. J=12.5Hz). 6.98(2H. d. 

J=8.9Hz), 7.10(1H, t. J=7.9Hz). 7.12(1H, d,J=7.9H 
z), 7.12-7.23(4H, m), 7.37(1H. t, J=7.9H2), 7.70(2 
H, d, J=;8.9Hz),8.27(lH. d. J=6.6Hz). 
(31-6) (Z) -2- (2- (2- (N- (;^yl^.tC 
^z/':^^}^) -N- (4-;<h^S^^>-'feV;:^;l/;^::i 
)V) rsy) 7xx;u) b~;P) bU>-V l-:^^^ 
Y_ 

(Z)-2-(2-(2 - (N- (t-yh^v-^/U.K 
— ;Up<^yW) -N- (4-;'< h=3ri^'<^>'-fe?:xxy^7^v- 
7^) r^y) 7x-yu) b^yu) \f^)i^y i-jf^^- 
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H ( 380nig) Sr>^'^onp<^'>' ( 1 2. 0ml)t3 
im$^. hll7;P*a»K (4. 0ml) t:intxm, 

y(5. Om 1 ) 5:Snit:. ^F^(cS#i"ShU:7;U:t 

(3 1- 7) (Z)~2-(2-(2- (N-(bHP 
^S^;l/r$y;»yl-;K::^/I^;>^f-;^) -N- (4-^h^y 

(Z) -2- (2- (2- (N~ (;*;P.i<^r>';>^f-;P) 

-N- (4--?< h^>^^>'-if>x;i'*— /u) rsy) :7 

x-;P) b'-;U) t^U^^V <*«;l 1 Om 

S ) . S K • igKffi (85. 3 m 

g) ^ b Hn^i/'O'V" hUry-zK 3 6. Qm 
g) . N-;^f>;P^;l';J;y y (7 8. 7mg)at/0- 
■rh5bHnb'^-;^bHn^i^y^TS>' (5 2. Im 
g) S:fflv\ i/::7"h^bKnlf9-/^Sc0Bi«^t- 
ti. p-h;Uxyx;P7f.>'K- l7tcW^?g(4 7. 4m 

-fk-^?!} (3 2. Omg) $:f#7t:„ 
iH-NMR (400MHz, CDClg+DMSO-dg) 

3.31-3. 82(1H. brs), 3.89(3H, s). 4.09-4.52(lH. br 
s), 6.60(1H, J=8.0Hz). 6.98(2H, d. J= 8.8Hz), 

7.02-7.11(2H. m), 7.16(1H, t. J=6.3H2). 7.17-7.28 

(2H. m). 7.21 (IH, d. J=12.5Hz), 7.29-7. 36 (2H. m) . 

7.39(1H, d, J=12.5Hz), 7.58(2H. d, J^^.SHz). 8.28 

(IH. d. J=6.3Hz), 9.24-9.88(lH, n). 
[0 199 3 (mmm32) (Z)-2-(2-(2- 
(N- (bKP^v-/UT$y^;U:i<-/l^^-^/l-) -N- 

;P) b^riyW) t^UyV (gy^^t:-^#^ 2-12) 
(32-1 ) (Z)-2-(2-(2-(N- (;»;l^>t: 

;l-) TSy) :7xr:yu) U::::;^) b'US^^>- 
(Z) - 2- (2 - (2 - (N- (t-y'h^i^AJU^^ 

-;P^f";P) -N- (4-.X h=^i^^>'■bVx;^*— 
;^) T^y) :7x-;U) b'-;U) b-'Ji^'i^ (50 0m 
g) i:i^i^\Da^^y (12. Om l ) tw?§fl¥t. b 'J 

:77i.:tos^e (8. 0ml ) $^jDi.T, mmT2^vsm 

WLfZo mi&^m±Tm^Lrzm. h;^a:>^(7. Om 

it^m (*^3 0 0ing) ifttUiO«SS[»f^$:^ri> 

(3 2-2) (Z) -2- (2- (2- (N- (bKP 
:^>-;Ur^y>»;W7K:::yWj><^yU) -N- (4-yh^y 



(Z) -2- (2- (2- (N- (;<?/U;K=^i/;>«^;U) 

-N- (4-^h*i^'<^^-fe'>';^/^*— ^1^) rsy) 7 

x-;]^) b'-yl-) b^Ui^'y (i^2 0 0mg) . 

S H • «6B!ffi (180. 9mg) . bh'o^x 
^yVhUTV— ;P ( 7 6. 5mg) . N-^f-zl-t/l' 
*y>'(167. Omg) 2Sll/^0-xh^b Hab^- 
;UbHn^i/';^T5>' ( 1 1 0. 5mg)^fflV\* 
tz. -rb^bHot^^-zl^^Offiiftafcli. p-h;ux 

l*tt!B5 (7 3. 7mg ) SrlBv^T. H 
!£«Fy2 - 2 i: ig:mco¥iS{Cc!: 0 . Smt^^ (83.0 
mg) Srti/::. 

iH-NMR(400MHz, CDClg+DMSO-dg) 

3.90(3H, s), 4.06-4. 67(2H, brs), 6.61(1H, d, J=7. 

5Hz), 6.84 (IH. d, J=7.5Hz). 6.98(1H. d. J=12.1Hz), 

7.00(2H, d. J=8.8Hz), 7.03(1H, t, J=7. 5Hz) ,7.06(1 
H. t, J=7.5Hz), 7.17(1H. dd, J=5.1. 7.9Hz). 7.32(1 
d, J=12.1Hz), 7.35(1H, d, J=7.9Hz), 7.72(1H, t, 

J=7.9Hz). 7.76(2H. d. J=8.8Hz), 8.33(1H. d. J=5.1 
Hz). 9. 81-11. 02 (IH. m). 

[0200] (gafefflJ33) (Z)-2-(2-(2- 
(N- (r$y;»;P;Kx;U.X-f-;l^) -N- (4-^h^r 

'J 1 - K (&er:it^^^ 2 - 9 ) 
(Z) - 2- (2- (2- (N- (;{?;U.i<^i^^^;l/) 
-N- (4-->< h=^>"<^>'Hf>X;l^:i;x;l.) T^y) :7 
x-;l/) t-yl^) tfUi^'y l-:t^i^H (»17 0m 
g) 7KJS14*/^;i<i^^ ^ H ■ ffiKS (14 8.0m 

g), bKn^ix^^v'M;ry-;K62. 6m 

g) . N-^^;Ut/U*U>' ( 1 7 5. 7mg)ZK;fr 
(2 8%. 0. 2ml) $rfl3l\ ^Stfi^5i: 
mm<O^mizJ:0. Smt'^m(4 2. 8mg) 

1 H-NMR (400MHz, CDCl 3 +DMS0-d6 ) 

3.84-4.55(2H, m), 3.91(3H. s) , 5.60(1H, brs). 6.8 
6(1H. d, J=7.8Hz). 6.89(1H. d, J=7.8Hz). 7.00(2H. 
d, J=8.8Hz), 7.04(1H, d, J=12.2Hz), 7.05(lH,br s). 

7.06-7.25(5H. m) . 7.20(1H. d. J=12.2Hz), 7.65(2H. 

d. J=8.8Hz). 8.25(1H. d, J=6.5Hz). 

[0 20 1 1 (mmmsA) (z) -2- ( 2- (2- 
(N - (T$y;^/i^^^;i^><^;i^) -n- (4->b^ 

vs^y{ &mit^W^^2- 1 0) 

(Z)-2-(2-(2-(N- (X^;U'/K^i/'><^;l') 
-N- (4-^ h^S/^i^-b'yX;^:}^^.;^) T^y) y 
x-;U) b'-;P) \^V-Jy (*^14 7mg) . 
;U7KS/>f 5 H • (13 3. 1 mg ) . b FQ^i^ 

^yVhUry-yP ( 56. 3mg) . N-y^;^^;^ 
*UV(157. 9mg) &lXry^:::r7K (2 8%, 
0. 3ml ) ^m\^K iafe^J5fc|S]«O*5£t^j:0. S 
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M-ft^ia ( 1 07. 7mg) 
iH-NMR (400MHz, CDCla+DMSO-de) 

3.90(3H. s), 3.99-4.46(2H. m). 5.43(1H. s), 6.78(1 
H. d. J=8.8Hz), 6.83(1H. d. J=12.4Hz). 6.93-7.03(2 
H. m), 6.99(2H, d. J=8.9Hz), 7.06(1H. dd, J=5.5. 
8.8Hz), 7.10-7.22(3H, m), 7.16(1H, d. J=12.4Hz), 
7.41(1H, t, J=7.9Hz). 7.66(2H. d. J=8.9H2), 8.49(1 
H. d, J=5.5Hz), 
[0202] (mmm3 5) (Z)-3-(2-(2- 
(N- (bKo^ixyl^r$y;»;i^>if:::yWp<^;U) -N- 

j]^ ) h^-f], ) tr U 1 - H (^jjikit^Vm^- 

2-7) 

(35-1 ) (Z) -3-(2- (2-^hPyx:i 

b^^;i^) U 

H (20. Og) ^xh^t Kn:7^>^ (3 00m l ) 

^-^-^^/PS^'i^^v^K ( 1 . OM in hexane. 4 8.4 
m 1 ) SrJSTLs Z<^i^V4 0^!mnLtz. 

T\ f'JSx'^^-S-r/l^t hM4. 7 5g) COirb^ 
t Kn77>' (20ml ) ^^atSrnSTL. mi^TS^m 

(6. 52 g) SrftTt, 
iH-NMR (400MHz, CDCI3) 

6.84(1H. d, J=11.9Hz), 7.16(1H, d, J=11.9Hz), 7.19 
(IH. d. J=7.9Hz), 7.33(1H, t. J=7.9Hz). 7.42(1H. 
d. J=7.9Hz). 7.52-7.67(2H, m). 8.24(1H, dd, J=4.3. 
7.4Hz). 8.44(1H, s) . 8.49(1H, d. J=4.3Hz). 

(35-2) (z) - 3-(2 - (2-rsyyx:i 

(Z) -3 -(2- ( 2--hC77x-;l^) b'-;u)e»; 

i^y (2. 80 g) (53ml) tC?gg¥L. ?fcJS 

CC?t(tT. (%&Lfz. ZZ^m^^ (2 0. 2g) Sr 

^^s^o^ttAix. misrc2mmfmLfz. ^m^t:'^ 

hyl^xy (15ml) -CBK^ftSII^ ( 30) <X 

3 7 g ) 

iH-NMR (400MHz, CDCI3) 

3.72(2H. brs), 6.62(1H. d. J=12.1Hz). 6.67(1H. d. 
J=12.1Hz). 6.69 (IH. d, J=8.0Hz). 6.71{1H. d. J=7. 
5Hz), 7.Q2(1H, d. J=7.5Hz), 7.(>9(1H. J=7.5Hz), 
7.10(1H. t. J=7.5Hz), 7.49(1H, dd, J=4.9. 8.0Hz), 
8.38(1H, d, J=4.9Hz), 8.47(1H, brs). 



(35-3) (Z)-3-(2-(2- (4->^h^>- 

i^y 

(Z) -3-(2- (2~TSy7x-;l/) b'-;u)ei; 

i^^:^ (2. 3 7g) . bUS^'y ( 3. Iml ) 

aj^iS^y (50ml) lzm»L. 0* az'^mLfz. »: 

(3. 7 4s) mi&xsmsiso^imLfz 
Ik. mi^^tTy^=^^j^yi(.mmiijntx. Kmif?± 
uz. mi^^j\^xi^tii Ltz^mirmymmi^ h u ^ 

T. BfiWb'&Jia (4. 3 9g)5rt#Jto 
iH-NMR(400MHz, CDCis) 

3.79(3H. s). 6.35(1H. d, J=12.0Hz). 6.53(1H. br 
s). 6.63(1H, d. J=12.0Hz), 6.81 (2H. d. J=8.9Hz), 

6. %-7.07(3H, m), 7.10(1H. d, J=7.8H2), 7.27(1H. 
t. J=7.^z), 7.54(1H, d. J=7.8Hz), 7.64(2H. d. J= 
8.9Hz), 8.26(1H, br s) , 8.38(1H. br s). 

(3 5-4) (Z) -3- (2- (2- (N- (t-7^ 

y7.)V:!i's=^)V) T^y) 7x::i;l^) b''^;^) h'V-Jy 

(Z)-3-(2-(2-(4-> h^i^^y-^y:^j\^ 
*ii;^) TSy ) :7x-;u) b-;Wby i/'y ( 1 . 0 

g ) . >^DtPKt-y'f-;^XXT";U (692: 3 m 

g)at/^^K;<?U^A (1. 1 2 g) Srffivv HJfe^Jl 
-3i:|5l«cO#ffi(cJ:0aW^b'^?& (3 5 7. 6mg) 

iH-NMR (400MHz, CDCI3) 

1.38(9H. s). 3.86(3H, s). 4.25(2H, brs). 6.61(1H. 
d, J=12.3Hz). 6.92(1H, d. J=8.0Hz), 6.94(2H, d. J 
=8. 8Hz).. 7.02-7. 18(5H, m) , 7.49(1H. d, J=8.0Hz), 

7. e9(2H, d. J=8.8Hz), 8.39(1H, d, J=3.9Hz). 8.45(1 

H, br s). 

(35-5) (Z)-3- (2- (2-(N-(t-7'' 
h^S^;»;l-;j<~;l^;<^;U) -N- (4-;< h^Sx^V-if 
y:z,jU:!i'.z:.jV) rsy) 7x::i;u) b^::>/l-) b'JyV 
1 -:^^v-H 

(Z) -3- (2- (2- (N- ( t-^b^v-:^;!.;*-: 
-/l^^^/l^) -N- (4-;< h^i/'O-bVX/U*^ 
/U) rsy ) :7x-y^) b:^;^) by (3 50m 
g) &l^ni-:;^aajgig.&#g^ (256. 8mg) Srffl 

v\ mtm 1 -4 i:isiaiio#s(^ct o swut^m ( 3 0 

7. 7mg) ^nrz. 
iH-NMR (400MHz, CDCI3) 

I. 37(9H. s). 3.89(3H. s), 4.20(2H, brs), 6.52(1H, 
d. J=12.3H2), 6.89(1H, d. J=8.1Hz), 6.97(2H, d. J 

=8.9Hz), 7.09-7.23(5H, m) , 7.27(1H. t. J=8.1Hz), 
7.67(2H, d, J=8.9Hz), 8.05(1H, d, J=6.5Hz), 8.16(1 
H, br s) . 
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(35-6) (Z) -3" (2- (2- (N- 
Ji 

(Z)-3-(2-(2-(N- {t-yh^i^:^J\^7t( 
::^)V:<^}V) -N- (4-;< h^i^^>'-b:V-:^;Prf^::i 

;p) rsy) b'-;p) f i-^^^ 

H (307mg) S:S^'^Dn;>(^'>^ (6. 0ml ) l^;^ 
»L. hy:7;U>roifl8 (2. 0ml ) ^MtX. 

x> (6ml ) SrlraiT. U7;P:tn 
Rlg^^^^l^U^^vio ^c7)gif^S:3l5li^05IL. fflMSJ 
4*3iS^oaM^l:-^ (*t?2 8 0Big) Srf#. vliTJiLh^fSSg 

(3 5-7) (Z) -3 - (2 - (2- (N- (bHo 

^v-bf>-x;l^:lt^yP) TSy) :7x::^/P) tr>J 

(Z) -3- (2- (2- (N- 
-N~ (4--X h^S/^vHf^xyP*:::.;!^) TSy) 
x::^;U) tT-yP) l-:5^^S/H (*^136m 

«) . 7[c^tt*y^;K5/>f 5 H • igSSJIS (118. 9m 

g), bHo^>'A:.yyhfjry-;P ( 5 0. 3m 

g) , N-pCf-y^^yU-^U^^ (14 1. Img) ai/^O 
-f'h9bHnt:9::.;WbKc7^>';PTS>' (6 3. 6 
mg) i/i. rh^bHnb-^-yuScoMftS 

p- h/Uxyxyl-jJ^ylg • 1 lim^ (25. 3 m 
g) ^fflv^T. *SteC?»Jl-6i:PI«c7)^i£tcJ:0. 
-fk-^lfSj (7 8. Omg) i:%tz. 
iH-NMR (400MHz. CDCls+DMSO-dg) 
3.73-4.11(lH. m). 3.89(3H. s). 4. 11-4.48(1H. m), 
6.56(1H. d. J=12.1Hz).6.78{lH, d, J=7.8Hz), 6.99(2 
H, d. J=8.9Hz), 7.08(1H, d, J=8.1H2), 7.14-7.22(3 
H. m), 7.24(1H. d, J=7.8Hz), 7.38(1H. d, J=12.1H 
z), 7.66(2H, d, J=8.9Hz). 7.89(1H, s), 7.98(1H, d. 
J=6.3H2), 9.23(1H. br s), 10.37(1H, br s). 

[0 2 031 immmse) (z)-3-(2-(2- 

(N- (bHQ^>-;uT$y;^;P:K::i;l^p<^;l-) -N- 
(4-^ ^^r>-<V■^fy;^/l^7^::l;l^) TSy) 

}V) b-;P) bU>^V (fflJ^>f[:-^#-^ 2 - 8 ) 
(36-1 ) (Z) -3- (2- (2- (N- (;»;U4C 

^>^;><^;P) -N- (4-^ ^^S^O-bVx;P;^^ 

(Z) -3- (2".(2- (N- {t-:rY^i^^)V:» 
ZL)V:<^)V) -N- (4-;>< h=^rv'^:x-bVx;^:^~ 

;p) TSy) 7x-yU) b~;P) b-US;^>' (287. 7 
mg) 5:. i^9uu^9y (6. Om 1 ) (C^ML. h 
U 7;U3i-ug^ ( 2 . Oml ) S:JlP;tT, ^iftXa^H 



x>^{6. Qm\) ^t\\tX.^mzm^^hYOy)i^ 
SS5[^^^,c7)gW^L'^*55 (*?j2 6 0iag) Srff. C:ni^:Lb<?0 

(3 6-2) (Z)-3-(2-(2-(N-(bHo 
^>>^;Pr5y;>!7;l<-;K::^yM^;U) -N- (4-;><h^v- 
^>-Hfyx;P:fvX/i^) rsy) 7x::i/U) b'J 

(Z)-3-(2-(2-(N- (*yU';K^>';>c^;U) 

-N- (4 h^i^^y-ifyx^u*— ;^) rsy) 7 

x-;!^) b'-yl-) b'JS/'y («1?l 2 7mg) . 7ki§tt;« 

S H • SKtg ( 1 1 5mg) . b Ho^^JeS^^y 
VhUry— ;K4 8. 6mg) . N-^^/P^/^tM; 
y(136. 6mg) ai/0-7^h^b Hnb-^-;Ub 
Kn^i^/PTSy (6 1. 5mg)2:fflV\ ^fz. r-h 
^bHoe^^/ua^OKftatfi. p- 
yg|- 1*«1!|*3 (68. 5mg) SrfflV^T. IISfefi?«j2- 
2 fcl^acO^^fetCct 0 BW-fl:^ (63. 8 m g ) 5r# 

iH-NMR(400MHz. CDClg+DMSO-dg) 

3.88(3H, s), 4.07-4. 28(2H, m), 6.61(1H. d, J=12.2H 
z). 6.91(1H. d, J=6.6Hz), 6.98(2H, d, J=8.8Hz), 7. 
04-7.16(5H. m), 7.54(1H, d, J=8.0Hz). 7.69(2H. d. 
J=8.8Hz), 8.37(1H, d, J=4.5Hz). 8.44(1H. br s), 8. 
60-9.16(lH, in),10.42(lH. brs). 
[0 2 04] {mmmSD (Z)-3-(2-(2- 
(N- {T^Jt))V7iiZL)Vj^^}U) -N- (4-;<h^ 
>-^y-feVA;l/;^x;(^) T$y) yjL:i^)V) bx;l^) b 
U 1 H < g(l^-fh^^a## 2 - 5 ) 

(Z) -3- (2- (2- (N- 
-N- (4-;^ h^>"<y-br>'X;^d^.-;^) TSy) 7 
xX/l^) b'-Zl^) eUi^'y l-:t^i^H (*«7l3 6m 
g )- . 7fcr§tt;<7yU7KS^V S K • mm (118. 9m 
g) . yc,Yu^-^^yVV^)TY-)V {3 0 . 3m 
g) . N-yf-yl-^r/U^M/y (14 1. 4m g) mfT 
y^xr7K (2 8%. 0. 2ml ) 2:fflV\ |IM<5»15fc 
|n|«^*S(CJ;»9. Bft^HL-^SISs (6 9. 6m g)?:^ 

iH-NMR(400MHz. CDCl3+D^50-d6) 

3.77-4. 46(2H, m), 3.91(3H. s) , 6.55(1H, d, J=12.2H 
z), 6.74(1H, d, J=7.3H2), 7.00(2H, d. J=9.1Hz), 7. 
03(1H, d, J=7.9Hz). 7.08(1H, d. J=7.9Hz), 7.13-7.2 
6(3H. m), 7.23(1H. d. J=12.2Hz). 7.64(2H. d. J=9.1 
Hz)p 8.03<1H, d,J=6.3Hz), 8.10(1H. br s), 

[020 53 mmmss) (z)-3-(2-(2- 

(N- (r$yXy;W?l-:x;i^;>^^yu) -N- (4-;><h^ 
i^^>^yy^fViir^=i)V) T$y) 7x-;w) b''::iyi^) b 

Ui£>l(0!I^^L-&?&S^ 2 - 6 ) 

(Z) -3- (2- (2- (N- (;<^;W;K^>'P«^;l') 
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x^;U) fc'::^;U) trus^V (*^;127mg) , yicm^A 
;P*V>f 5 K • JSStffi (115. Img) . bKo^i^ 
^>yM;rywK4 8. 6mg) . N-^^;I/^:;P 
*'jy(136. 6mg) ai;fTy^:-T7k (28%. 

W-fk-^iRj (110. 1 mg ) ir^ti. 
iH-NMR (400MHz, CDCI3 +DMS0-d6) 
3.90(3H. m). 3.99-4. 52(2H, m). 5.52(1H. s). 6.69(1 
H, d. J=12.3Hz), 6.76(1H, d, J=7.5Hz), 6.90(1H, 
s). 6.99(2H, d, J=9.1Hz). 7.07(1H, dd. J= 4.9,8.0H 
z). 7.13(1H. di J=12.3Hz). 7. 13-7. 22 (3H, m). 7.37 
(IH, d, J=7.5Hz),7.64(2H, d, J=9.1Hz), 8.37-8.44(2 
H, ia}« 

[0 2 06] (mmm3 9) 4- (2- (n- (b hq 

^i^fi^T^yA^\^7i(:2,ji^^^jU) -N- (4-;<h^r>- 
y ) U 1 ~:t=^>- K im^^t'^Vm'^ 4 - 3 ) 

(39-1 ) 2 - r $ y g.g.#B- 4 - ^ h o>^>-i;^;u 

2-T^yS-&#K (2. 74g) . 4-^ho^>'>'' 

;pr;U3-;K5. 36 g) . >-';^f";wr 5 7 tru v^V 
(4. 88g) at/t Ha^>'^>y^urv*-;^ 
(2. 97g) iO>^^^Dn;<^^>' (60ml ) JSaES-O 
• ac^^fflU. ::c:^7K?Stt;<?7U;K£/M 5 H ( 6. 7 1 
g) SriDi.. Ma-e3l^MJ*L>t, KJE»T^. ^1*1 

.TteSL. amit^^ ( 1 . 9 6 g ) S:#3t. 
iH-NMR (400MHz, CDCI3) 

5.42(2H. s). 5.74(2H. br s). 6.68(1H. d. J=7.6Hz), 
6.69(1H, J=7.6Hz),7.31(lHp t, J=7.6Hz), 7.60(2 
H. d. J=8.2Hz). 7.93(1H, d. J=7.6Hz), 8.26(2H, d. 
J=8.2Hz). 

(39-2) 2- (N- (4-;><b^>-^>-bV;^;l-:^ 
=i)i^) ray) g.&#Sg-4 -^ho^>-i^VUXX'7^;U 
2-ray^J*ffi!-4--hn^>'i^VPxX7^;u (5 

4 4. 5mg ) . b'Ji^V ( 0. 4 4 m 1 ) 5: S^i^^ na 
(7. Om 1 ) izmmt. 0* O^Zi^&LfZo Z 
4-y K (6 

20mg) $:JP;cT. M?a-C'lB§S}«*L/^^tC. f&» 

4:1. '^^^^>' : PKxf-/^ : T^h^b Ho 

:75>'=3 : 2 : 2 ) (Ij: OSSLT. BW-ft-^tSo (8 
84m g) irntz. 



1H-NMR(400MH2. CDCI3) 

3.80(3H. s), 5.41 (2H. s), 6.98(2H, d, J=8.3Hz), 7. 
06(1H, t, 7.7Hz), 7.50(1H. t, J=7.7Hz), 7.57(2H. 
d, J=8.3Hz). 7.71(1H. d, J=7.7Hz), 7.79(2H. d, J= 
8.5Hz). 7.98(1H, d, J=7.7Hz). 8.27(21, d. J=8.5H 
2). 

(39-3) 2- (N- ( t-rh^ri^J^/Pd^x/j.^f- 
yl^) -N- (4-y h^>-<y-tfy^;U7^^;i^) 75 
y) g.&#K-4~:^ho^>£/;l^xX'r';u 
2- (N- (4-^h^>''<y-lf>':^./U7};x;l.) TS 
y) ^.&#®^-4--ho<yi/;UXXxyl^ (88 0m 
g) . T^n^rifKi-yf-ZUXXT^yK 78 0. 2m 
g ) m/^m:^ If ( 8 2 9 . 3 m g ) $:fflV\ m& 

mi-3tmm<^mmi^zj:oun^'^m (89S. 4m 

g) ^?#;to 

iH-NMR (400MHz, CDClg) 

1.44(9H, s), 3.86(3H. s), 4.11(1H, d, J=16.8Hz), 
4.64(1H, d, J=16.8Hz),5.42(2H. s), 6.82(1H. d, J= 
7.7Hz), 6.88(2H. d. J=8.5Hz), 7.14(1H. t. J=7.7H 
z). 7.55(2H, d. J=8.5Hz), 7.71 (IH, d, J=7.7Hz), 7. 
81 (2H. d, J=8.5Hz),7.87(lH. d, J=7.7Hz), 8.28(2H, 
d. J=8.5Hz). 

(3 9-4) 2- (N- ( t-y^^^-;»;!^;j<^;l^yf- 
;U) -N- (4->><h^r>-<yHf>^x;l^7i^~yU) r$ 

y ) ^Mmm 

2- (N- ( t-yb^x;{?;Urffx;^p{-^;l.) -N- 
( 4 h^S^O-bf yx;Prf;x;U) T 5 y ) S,ft#K 

-4-ZLhTP^yi^)\^X.Xy^fU (69 0 . 5mg)S:. 

;>«^^y— ;W ( 1 5. Om\) SX/T'h^lzr^rty'yy 
( 1 . 5ml) cojg^JgJStcJgjSL. ^'^y'J^M.mm 
(10%. *^j5 0mg) SrSa;!^. 7j<^:^HmT. SiS 

wiLtzmz. mmirm^vw^t. >^'xf-;wx^x;^ 

txm^tLfz (pU^l. 5) „ CicJOTkiiSrSfBlX'^ 

TT'®*L. ae^-ft^?*!! (5 24mg) SrtfTto 
iH-NMR(400MHz, CDClg) 

1.42(9H. s). 3.87(3H. s). 4.16(1H. br s). 4.67(1H. 
br s). 6.72(1H, d. J=8.0Hz), 6.93(2H. d, J=8.8H 
2), 7. 36-7. 51 (2H, m). 7.50(2H, d. J^.SHz). 8.02(1 
H, d. J^.OHz). 

(39-5 ) 4- (2- (N- ( t-rh^v-;&;l-rf^x 

;i-y^;u) -N- ( 4 -y ^^^-^v•fe^>-;^;I^7^^;l^) 
rsy) :7x^;u;»/u.if^ywr$ y ) ei>sx>- 

2 - (N- ( t-:rh^>';(!?;U.iCxyW;<f^;^) -N- 
(4-y h=3r>'0-b'y;:^;P7f.::i;U) TSy) 
(500mg) 60-rh7bHD:7^>' (3. 0ml)J§ 
StSr-l 0' aciJ^aiL. hUXf^;UTSV (0. 33 
m 1 ) , 5^'Xh:ar>':^:^*^^A>'r::^H ( 386. 9 
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mg) iint. 20^mmuz. iJiv^-c. 4~TSy 

tfUi^'V (334. 8mg) irMx^X . mWiTSmtSm 

^ - (BKXf-/^ -/U= 1 5 : 1 ) T» 

SSLrae^-ft;^ (56 5. 9mg)S:^#2t• 
iH-NMR(400MH2, CDCI3) 

1.44(9H. s), 3.84(3H. s), 4.05(1H, d, J=16.7Hz), 
4.59(1H, d, J=16.7Hz),6.65(lH, d. J=7.9H2), 6.93(2 

H. d. J=9.1Hz), 7.17(1H. J=7.9Hz). 7.24(2H. d. 
J=9.1Hz). 7.25(1H, t, J=7.9Hz). 7.78(2H, d, J=6.1H 
z). 8.04(1H. d,J=7.9Hz). 8.46(2H, d. J=6.1Hz). 

(3 9-6) 4- (2- (N- ( t-r 

-N- (4-;^ b^>-^>-'fefyx;i^7^~;i^) 

4- (2- (N- ( t-:/b^S^;<^yU.1(x/P';»^^/U) - 

s y ) s^'v- (S ? 3 . 4m g ) s. 

Vm-^^QOig^.&SB? (14 5. 6m g) Srffli^^T. 
mm 1 - 4 hSac^StCi: O aW-ft-^^a {383m 

g) 

iH-NMR (400MHz, CDCI3) 

I. 45(9H. s), 3.87(3H. s), 4.03(1H. d, J=17.3Hz). 
4.64(1H, d, J=17.3Hz),6.59(lH, d, J=7.9Hz), 6.92(2 
H. d. J=8.7Hz), 7.38(1H. t. J=7.9Hz). 7.41(2H, d. 
J=8.7Hz). 7.44(1H, t. J=7,9Hz). 7.87(2H, d. J=7.1H 
z), 8.04(1H. d,J=7.9Hz); 8.21(2H. d. J=7.1Hz). 

(3 9-7 ) 4- (2 - (N- if3)Vif-^i^:f^'^)V) - 

4- (2- (N- ( t-rh^>'*;P;K-;P;<f-/^) - 

, S y ) ei; i/'y 1 -:t^£^ H { 3 8 
Omg) StXhU 7;U:1-ng^^ ( 2. Oml)2:fflV\ 
*il6M 1 - 5 J: 0 aW^b-^JKJ (318m 

iH~NMR (400MHz, CDC I 3 + DHSChde) 
3.90(3H, s). 4.12(1H, d. J=16.6Hz), 4.73(1H, d, J= 
16.6Hz). 6.63(1H, d, J=7.8Hz). 6.93(2H, d, J=8.3H 
z), 7.35-7. 54(4H, m), 8.06(1H. d. J=7.8Hz), 8.13(2 
H. d. J=7.0Hz), 8.52(2H, d. J=7.0Hz). 
(3 9-8) 4- (2- (N- (bKP^£^;Ur^y:<? 

4- (2- (N- -N- (4-.X 

h^>"<.^-tf:xxyw;t.-;p) ray) :7xx;p*yu*:- 

;Pr£y) l^lTv'V l-:t^>'F (230. 6m 



g ) . 7|cJgtt;*;U/i<i^>f S K • SKtg (19 1. 8m 
g) . t Hnc^>'A;vVhUry'-;K74. 3m 
g ) . N - ^^yU-^/l-;!^ i;>(151. 7mg) St/O 
rh^b HQtf^xyPb Hn^i/';Pr5>^ (118. 
Img) ±fz. xh^t Kof^^/i^tt^om 

atc*±. p-h;Pxy;^;Prf;>'S!- iT^nm (19.0 
mg) Srfflv^T. ^Sfi^Jl-6i:Pia^O*StCcl:0§W 

(2 5mg) 
iH-NMR (400MHz, CDCl3+D>B0-d6) 

3.88(3H, s), 4.05(1H, d, J=17.4Hz). 4.68(1H, d, J= 
17.4Hz), 5.98(1H, s),6.61(lH, d. J=7.8Hz), 6.95(2 
H. d. J=;8.3Hz). 7.28(1H, t. J=7.8Hz), 7.36(2H. d, 
J=8.3Hz), 7.43(1H, J=7.8Hz), 7.83(2H» d. J=7.2H 
z). 8.11(1H. d,J=7.8Hz), 8.24(2H, d, J=7.2Hz), 10. 
88 (IH. br s), 11.47(1H. br s). 

[0 2 07] (mmmAo) 4- (2- (n- (bHo 

^^-yUTS y;»;U?i<~/i^^^/l^) -N-. ( 4 -y h^r>- 
<:/-fef>A/1^7i;x;P) rsy) :7x::.;UXyyI^;f<:::^;l-r$ 

y ) br u ( gij^-f[:-^ifei#-f'4 - 4 ) 

(40-1 ) 4 - (2- (N- (;fr;P.1farv>y^;l^) - 
N- ( 4-y b^5^^>^-bV;^/l-7^rL;l^) T$y) 7x 
x;i.;»;i^7f:^;i^r$y ) brUi^> 
4 - (2- (N- ( t-rh^^X^;W-1-:x;^y^;p) - 
N- (4-y h^v-O-bf^^X/U-T^—/^) TSy) :7x 
x;i/X^/U;lf-;UT$y ) bUi^'y ( 56 5. 9mg)a 

tXhU7;W5roS^S? (4. Om 1) Igfftfl^^l- 
Stra^co^iStciiOaW'fb'^ (500mg) 2:^ 

iH-NMR (400MHz, DMSO-dg) 

3.64(3H. s). 4.43(1H. d. .J=17.2Hz). 5.22(1H. d, J= 
17.2Hz), 6.87-6.90(3H,m), 7.13(1H. t. J=7.9Hz). 7. 
38(2H. d. J=8.8Hz), 7.46(2H, d, J=8.8Hz), 7.75(1H, 
d. J=7.9Hz). 7.99(2H, d, J=6.2Hz). 8.68(2H. d, J= 
6.2Hz). 

(40-2) 4- (2 - (N- (bHo^i/yl^T$y;?& 

T$y) :7x^;i-;&yp;ii::^/u-ray ) bus^v 

4- (2- (N- (;!&;^.1C:^v'yf^;P) -N- (4-;< 

h^i^^y'^y::^}i-yt^^^u) rsy) 7x-;^^;p;f:~ 

yUTSy) bUi/V (87. 7mg) , 7kjStt*;^^>^' 
5 K • iSKiS (76. 7 m g ) . b Ko^S/'O^Vh 
Ury-;P (29. 6mg) . N-j^^J]^^JVii'sV> 
( 6 0. 7mg) at/O—rh^b Hab^— 7UbHa 
^i^yUT^y (46. 9mg) SrfflW if^. T^h^b 
Knb^::.;l<'S^omStc{±. p- hyl/xy-xyp^yi! 

• 1**3^^ (2 1. 6mg) srfflv^T. mmm2-2t 
mm<^m^zx o aw^i:^ ( 1 2 m g ) 

iH-NMR (400MHz, OClg+DMSO-de) 

3.84(3H, s), 4.07 (IH. d. J=16.8Hz), 4.59{1H, d. J= 

16.8Hz), 5.84(1H, s).6.62(lH. d, J=7.8Hz), 6.90(2 
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H. d. J=7.8H2), 7.14(1H. t. J=7.8Hz). 7.30(1H. t, 92(2H. d, J=8.5Hz). 6.98(1H, t, J=7.6Hz). 7.35(1H, 
J=7.8Hz), 7.36(2H, d. J=8.9Hz). 7.81(2H, d, J=6.1H t, J=7.6Hz), 7.60(2H, d, J^.SHz), 7.86(2H,d, J= 

z), 8.08(1H. d,J=7.8Hz). 8.51(2H, d. J=6.1Hz), 9.5 6.6Hz), 8.30{1H, d, J=7.6Hz), 8.83(2H. d. J=6.6H 

em. br s). 10.74aH. br s) . i) , 9.48(1H, br s). 

[0208] immmA i ) 4 - (2- (n- (r$y (42-2) 4- (2- (n- (t-rh^>-^7i^7Kr. 



(MS^>fk^#-i-4 - 2 ) 

4- (2- (N- (;&y|/'d<^i/>><f-;U) -N- (4-^ 

;PT£y) eyy>' (251. Smg) . 7k^14*;U.-K 
S K -igSE(i {214mg) . bHn^^^ix^yVh 
yTV-;P(113. Img) . N-;<f-y^^/^;^.^J>' 
(225. 7mg) av'T^^-r* ( 28%. 0. 5 
m 1 ) ^M^J5i:lR|:mco^4£C<kOaW^b^ 

iH-NMR (400MHz, CDClg+DMSO-ds) 
3.87 (3H. s). 4.08(1H. d. J=15.8Hz), 4.65(1H, d, J= 
15.8Hz). 6.67(1H, s).6.72(lH, d, J=7.8Hz), 6.91(2 
H. d. J=8.8Hz), 7.38(1H. dd, J=7.5, 7.8Hz) ,7. 44(2 
H. d. J=8.8Hz), 7.45(1H, dd, J=7.5, 7.8Hz), 7.81(2 
H. d. J=6.1H2).7.90(1H. d. J=7.5Hz). 7.98(1H. br 
s). 8.48(2H. d. J=6.1Hz), 11.68(1H, brs). 
[0 2 09] {mmm42) 4 - (2- (N- (bKo 
^i^fl^T^y^/UTr.-ji^^-^fU) -N- 

)V) \fV 1 -^^i^ K mim^t^^^ 5 - 3 ) 
(4 2-1) 4- (2- (N- h^i^^y^y 

0-7x— l^>'i^'ra>' (3. 24g) izy^uu;^^ 
y (3 0m 1 ) (Cjg^L. 0- ZI;Zi%mLtzm. b'Ui^' 
y (2. 4ml) fc4--?< h^ri^^y-b'VX/U*— yt^^ 

o9>f H (6. 2g) &j«»:jn;iT. mi&Tsm^m^ 

^iX&ffi^filc^^JOd^cO— SB (2. 5Ss) i:i^^uu 

^9y (5 0m 1 ) {zmmL. o* ac^^aitr. cic: 

N-^^yU^/l^T^'jv ( 3. Om 1 ) . -f yI:.r7f• 
>^K ( 1 . 0 g ) . b Hu^rS/'><yy h y rv-yu ( 5 

5 Om g ) mfym^fDV^r^'J-^ 5 hM 1 . 3 7 g ) $r 

# & SiS^r y * yyP;^ 9 A ^ C7 V h ^ 9 7 >f - 
(^=3r^?->' : ifKxf^;U= 1 : 1--0 : 1 ) T^ML 

BW^t'&ife (584. 6mg) ^%fz. 
iH-NMR (400MHz, CDCI3) 

3.87(3H, s), 6.39(1H, s), 6.55(1H, d, J=7.6Hz). 6. 



4- (2- (N~ (4-^ h^>'^y-fc:>'>e.;U*~;U) 
TSy ) 7x-;ur5y;!ryP;J^-/U) b-»Ji^y ( 580 

mg) . 7'D^a^Kt-yf«;PX::^xyP (4 4 6mg) 
MfStmtj^^J^ (632mg) SrfflVV SliftC?ll-3 
i:|il«tf0#ffi(ci: 0 BW^t^iRj ( 7 5 2mg ) Srii/vi. 
iH-NMR (400MHz, CDCI3) 

1.43(9H, s). 3.74(1H. d, J=17.9H2). 3.82{3H, s). 
4.75(1H, d. J=17.9Hz),6.74(lH. d, J=7.9Hz). 6.81(2 

H. d, J=7.8H2). 7.04(1H, t, J=7.9Hz), 7.40(1H. t. 
J=7.9Hz). 7.54(2H. d, J=7-8H2). 7.85(2H. d, J=6.9H 
2), 8.48(1H. d.J=7.9Hz), 8.81 (2H, d, J=6.9Hz). 

(4 2-3) 4- (2- (N- (t-y h^i>;»;l..t^x 

)i^y^)V) -N- (4-y^h^i^^y'^yx}Vi^^zL)\^) 
rsy) 7xx/i^rsy^;i^;i<x;i^) }::^j-jyi'-::^^ 

4- (2- (N- (t-rh=¥5^;*^;Ud<x;u>f*;p) - 
N~ (4-;><f^>'0'-bfvx;U;^~;P) T5/) 7x 
-;Pr S y *;^4<x;^) ey ( 4 O l m g ) RXJ^jh 
-i^DOiaSJ.#gS (3 08mg) «rSl\ llttfl?ijl- 

4 b mkco^m\>zx D a w-ft;^ ( 3 1 6 m g ) Srtt 

iH-NMR (400MHz, CDCI3) 

I. 45(9H. s), 3.70(1H. d. J=17.9Hz). 3.85(3H. s). 
4.73(1H, d, J=17.9Hz),6.67(lH, d. J^.OHz). 6.87(2 
H. d, J^.OHz), 7.02(1H. t, J=8.0Hz), 7.40(1H. t. 
J=8.0Hz), 7.55(2H. d, J=9.0Hz), 8.04(2H. d. J=7.3H 
z). 8.29(2H. d,J=7.3Hz), 8.46(1H, d, J=8.0Hz). 

(4 2-4) 4- (2 - (N- (A)V:r-^i^y^^)V) - 

N- {A-yy^i^^y^yxivyt^^jv) T$y) 7x 
4- (2- (N- (t-T'h^irS^Xryw^K— ;pp<f';u) - 

N- (4-y h^>'0'-bVx;U;fv-;U) r^y) 7x 

-;UT5y*;u-i<x/u) bi;s^'>- i-:t^i^H (21 

Tmg) ai;fM;7;U:to»R ( 6. Oml)S:ffll%. 
HSfeM 1 - 5 |r|«c7>^^(c i 0 B Wib^JiSO (10 0. 
2mg) ^ntz. 
iH-NMR(400MHz, DMSO-ds) 

3.31 (3H, s), 3.92-4. 29(1H, m) , 4.58-4.93(lH, m), 
6.80(1H, d, J=8.0Hz). 7.05(2W. d, J=^.8Hz). 7.10(1 
H. t, J=;8.0Hz). 7.42(1H, t, J=8.0Hz). 6.59(2H, d. 
J=8.8Hz), 7.93(2H. d, J=7.2Hz), 8.23(1H. d, J=8.0H 
z). 8.42(2H, d, J=7.2Hz). 

(42-5) 4- (2- (N- (\i\^u^i^iVr^y^ 
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4- (2 - (N- -N- (4->< 

fV7f.:z.fV) eUi^V (137. 2Dig) . 

7m^:f}}V:fsi;^ ^ K • JSB^iS ( 1 1 5 mg ) . t Hn 
^i/'^yVh 'J ry—/K 6 0. 8mg) . N-p<-f-;P 
^ryUTfvUV ( 1 2 1 . 4mg ) AlXO-xh^bKob- 
^-zUb Ha^^^WPrSy ( 70. 3mg) Srffliv t 

(6 1. 6mg ) Srffli^T. H 
iH-NMR(400MH2. CDCls+DMSO-dg) 

3.79(1H. brd, J=16.6Hz), 3.81(3H, s). 4.66aH, br 
d, J=16.6Hz), 6.83(1H, d, J^.lHz). 7.04(2H. d. J 

=8.9Hz). 7.3(1H, d, J=8.1Hz). 7.42(1H, t, J=8.1H 

z), 7.56(2H, d. J=8.9Hz). 8.01(2H. d. J=7.2Hz). 8. 

18(1H, d, J=;8.1Hz), 8.40{2H. d. J=7.2Hz). 9.27(1H, 
brs), 10.94(1H, brs), 10.98(1H, br s) , 
[0 2 10] (^Mgy43) 4- (2- (N~ (T^y 

:t})V:^^r^}Vy('^')V) -N- { A - ^ h^i^^y'^y XJV 
1 - X H (ga^-fl:-^^&## 5 - 1 ) 

4- (2- (N- (;^?;^';^^=^r>'-><f-/l-) -N- (4-;< 

;P,-J<-;P) bysx> l-jJ-dj^v-K (80mg) . 
^:^}V^si>>{ ^ K . (67. 1 m g ) . b Kp^ 

x'<WhUTV-;K3 5. 4mg) . N-;<^;P^ 
;P:i-^!;y(0. O 7m l ) at^TV^:::^r* ( 2 8%. 
0. 1ml ) ^fi?ij5i:R«co#i£tcJ:0. S 

W^k^J}^! (46. 2mg) ^%fz. 
iH-NMR (400MHz, CDClg+DMSO-dfi) 

3.81(3H. s). 3.87(1H. br d, J=17.5H2), 4.72(1H, br 
d. J=17.5Hz), 6.84(1H, d, J=7.5Hz). 7.04{2H. d, J 
=9. GHz). 7.12(1H, t, J=7,5Hz), 7.42(1H. t. J=7.5H 
z), 7.55(2H, d. J=9.0Hz). 7.67(1H. brs). 7.87(1H, 
brs), 8.00(2H.d. J=7.1Hz). 8.19(1H. d, J=7.5Hz). 
8.39(2H, d, J=7.1Hz), 11.24(1H, br s) , 
[02 11] immmAA) 4- (2- (N- (bH 

D^y;PT^y;»;W;K^7P;>g^;P) -N- (4-;><h^ 

(44-1 ) 4- (2- (N- (7»;U;K^£x;>^f-/l^) - 

4- (2 - (N- (t-yh^v'^!?;^;!^— ;U-?<f"/l') - 
N- (4-;^ h^v'^yHfVJ^^yU'*:::^;^) T^y) 7x 
-;Pr S y:*;U5j(-yU) bU i;^>' ( 4 0 0 m g ) at/=^h 



y 7yW:f n»K ( 6 . Oml)S:fflir\ IBSSfi«ll-5t 
J: 0 . ^mt-^m ( 3 3 5 m g ) ^^y::, 
iH-NMR(400MHz. CDCla+DMSO-dg) 

3.78(1H. m), 3.86(3H. s), 3.97(1H, m), 6.71(1H, d, 
J=7.9Hz), 6.90(2H, d,J=8.2H2), 7.07(1H, t, J=7.9H 

z). 7.42(1H. t. J=7,9Hz), 7.58(2H. d, J=8.2Hz). 8. 

32(2H. d. J=6.8Hz). 8.38(1H, d. J=7.9Hz), 8.59(2H. 
d, J^.8Hz). 

(44-2 ) 4 - (2 - (N- (bKoari^;i.T5y;» 

TSy) y ^::^)l'T^yf]}Viy^::^}V) b'J>-^y 
4- (2- (N- {:^)\^ts^i^)^^}V) -N- (4-p< 

h^i^^:^-^^;^;^;^::./^) rsy) :7x— ;ursy;& 

bUi^V ( 1 1 0. 3ing) . 
>(5Fffiiag(95. 9mg) . bHn^^-^>'yh 
»JTV-;^ (4 3. 9mg) . N ->><^;^^;U:M> V 
(10 1. 2mg) ai^O-xh^b Knb^— /PbK 
adrS/'/UrS>^ (58. 6mg) SrfflV\ i/;;:. xh9 

b Kob^— ;i^c7)ffii^a(c<i^ P- ^y^xyx;^;^y 

K- l**l?Sl (44. 2mg) SrfflV^T. llttfi?J2-2 

aW^b^ (5 6. Omg) 

iH-NMR (400MHz. CDClg+DMSO-de) 

3.78(1H, br d, J=16.5Hz), 3.81(3H, s) , 4.64(1H, br 
d. J=16.5Hz), 6.79(1H, d, J=8.0Hz). 7.04(2H, d, J 

=8.8Hz), 7.13(1H, t, J=8.0Hz), 7.44 (IH, t, J=8.0H 

z). 7.57(2H, d. J=8.8Hz), 7.99(2H. d, J=5.9Hz). 8. 

24(1H, d, J=8.0Hz), 8.84(2H, d, J=5.9Hz), 9.25(1H, 
br s), 10.92(1H, br s). 11.02(1H, br s). 
[02 12] {mmA5) 4- (2- (N- (T^ 

-N- ( 4 h^^-^V-if 

;U;f.r:yp ) r 5 ^ ) 7 x :z.)VT S y ) b 'J 

>l(M*^l:'g^-^5-2) 

4- (2-.(N- (X7/P;K^i^yf^y^) -N- {A-^ 

blli^V ( 1 1 0. 3ing) . Tk^gtt;^^;^;^^^-' 
-iSB^S (9 5. 9m g) . bKn^S^^^Vb 
^)TY—}V (43. 9mg) . N f-;P^>rU:M! V 
(lOle 2mg) itt/T^'^-r^Jc (2 8%. 0. 1 

1ml ) ^m^K m:mmstmk<r>^mkzx^. mmt 

^ (8 5. 6mg) ^mz. 
1 H-NMR(400MHz, QClg+DMSO-dg) 

3.78(1H, br d, J=17.3Hz), 3.79(3H, s) . 4.91(1H, br 
d. J=17.3Hz). 6.47(1H. br s). 6.78(2H, d. J=8.9), 
6.88(1H, d, J=7.9Hz), 7.07(1H. t, J=7.9Hz).7.34(l 

H, br s). 7.39(1H, t. J=7.9Hz). 7.54(2H. d. J=8.9H 

z). 7.99(2H. d.J=5.9Hz). 8.35(1H. d. J=7.9Hz). 8.7 

7(2H, d, J=5.9Hz). 11.12(1H, br s) . 
[02 13] (jateg!l46) 4- (2- (2- (N~ 
(bFo=^v-7Ur$y;i&;U;K::>;W;>^^;U) -N- (4- 



Uy) \::V-Jy l -:^^v'H (ga^^b'^^MI-t 3 - 3 ) 
(4 6-1 ) 4- (2- (2- (N- (t-rh^>-;& 

-N- ( 4 
T$y) :7x:i;u) x^uv) tru^y 
(E) -4- (2- (2- (N- ( t-y'h^i/^yL'.'K 

/l.-) T^y ) b'xyU-) eifS/y (569. 4 

mg ) (15ml) t3?Sfi?t. 7k?§tc?f Lfc^rt 

( 1 . 5 5 g ) ^Mttim. m^TSf^^sm 

'fb-^%(3 7 2. Omg)Sr»7to 
iH-NMR (400MHz, CDCI3) 

1.36(9H, s). 2.90-3.00(lH, m). 3.00-3.08(lH. m). 
3.08-3.24(2H. m), 3.87(3H, s), 4.06(1H. d, J=17.3H 
z>, 4.19(1H, d, J=17.3Hz), 6.86(1H, d, J=8.0Hz), 
6.94(2H, d. J=8.8Hz), 7.09(1H. d. J=8.0Hz), 7.24(2 

H, d. J=3.7Hz), 7.29(1H. d. J=8.0Hz), 7.31(1H, d, 
J=8.0Hz), 7.63(2H, d, J=8.9H2). 8.51 (2H,d. J=3.7H 
z). 

(4 6-2) 4- (2- (2- (N- (t-rh^S^;» 
)Vif.-}V:A^}\^) -N- (4 ->?< h^rS^^>^-feVX7P;^ 

xyu) TSy ) :7xxyu) x-f-uv) eu>->i -^^ 

4 - ( 2- ( 2- (N- ( t -yh=Sfi^;)>/U;K-;U;><^ 
;^) -N- (4-;< b^^S^^y-tfVX/l^TfvJi/P) 

J) :7x— ;u) xf^ix>^) trus^V ( 1 86. 8m g) 

m/isL- 9 uumSiMMI/k (15 5. 8m g) JrfflV^. 
mm 1 -4 J: 0 SftlHL-^tfel (17 1. 

6m g ) i%fz. 
iH-NMR (400MHz, CDCI3) 

I. 35(9H. s). 2.87-3.26(4H, m), 3.86(3H. s), 4.04(1 
H. d, J=17.1Hz). 4.22(1H. d. J=17.1Hz), 6.82(1H, 
d, J=7.8Hz), 6.95(2H. d. J=8.9H2), 7.03(1H. t, J= 
7.8Hz), 7.12(2H. d, J=6.9Hz), 7.31(1H, t, J=7.8H 
2). 7.35(1H. t. J=7.8Hz), 7.58(2H. d, J=8.9Hz) . 8. 
25 (2H. d, J=6.9Hz). 

(4 6-3) 4- (2- (2 - (N- ( ;»;l^.1f^>-y f- 
)V) -N- (4-;< h^>-<V-€>-X/l^;fvX;U) r$ 
y) 7x:i;U) x^lx-v) b'U>-V l-:t^S^K 

4 - (2- (2- (N- ( t -rh^i^;&;^.tc-;u>^ 
;P) -N- (4-j<h^>''<y-fe:>'X;^?^— /U) TS 
y ) :7x:i;^) xf-i^y) b'US/V 1 -:^^i^Y ( 1 
7 1. 6mg) $:i^'^on;)<:J^y (4. 0ml)l2?gfi¥ 
h U 7;^:tnS^K ( 2 . Om 1 ) ^:iai.T. ^iST 

f*. h;l'X>' (7. 0ml ) «:J|D;tT. ^rttCiS^-fS 
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jgL. S^lMfc«cOBWl:^!B5 (i^l 4 Omg) C 

(4 6-4) 4 - (2 - (2- (N- (bKo^S^;i^T 
$y;&/P/i<:i/P>?<^/P) -N- (4-.>g h^s^^^-t:>^ 
>^yU:f.-;I^) TSy) y^xCiyP) Xf-l^y) b'U>^>- 
l-:t^s^H 

4- (2- (2- (N- (;<?;^;if^i/'^-f-;U) -N- 
(4->?<h^v'^>'-t'yxyP:f>x;U) TSy) 7xx 
;P) Xf^l^V) tfUSx'y l-^j-^^v'K (*??6 9m 
g ) . i F ■ mm (60. 0 m 

g) . bHn^ix'^yVhUTV'-yK 3 1 . 7m 
g) . N-;<f^;U^;U7MJ>' (6 3. 3mg)S.I>'0- 
xb7bHab*^x/UbHo^f>^/^TS:x (3 6. 7m 

g) $rffli\ -r h^bKotr^x^wsoffii^aic 
(i. p- hyux ■ 1 (32.6m ! 

g) i&fflv^T. mmmi-etmt^^m^zx^. aw 

^t^*^ (12. 5m g ) $r^|7to 
1 H-NMR(400MHz, CDCls^MSO-dg) 

2.82-2.97(3H, m), 3. 12-3.29(1H, m). 3.83(1H. br d, 
J=15.2Hz), 3.85(3H. s), 4.18(1H, br d. J=15.2Hz), 
6.61{1H. d. J=7.9Hz). 7.10(1H. t. J=7.9Hz).7.11(2 

H. d, J=9.0Hz). 7.28(1H. t. J=7.9Hz). 7.35(2H. d. 

J=6.8Hz), 7.39(1H. d. J=7.9Hz). 7.58(2H, d. J=9.0H 

z). 8.16(2H. d. J=6.8Hz), 8.91 (IH, brs) . 10.51(1H, 
br s)« 

[02 14] immAl) 4 - (2- (2 - (N- 

(bKo^v-;l-T$y;»;i-;y^;i^y^/l^) -N- (4- 

b^ry^>^-fe'>^;^;l^?^x;p) T5y) 7x^;l^) Xf- 

yy) ^^^Ji^y{ m^Vc■^^m^ 3 - 4 ) 

(47-1 ) 4- (2- (2- (N- (;<yyl^.-K^yp<^ 
;U) -N- (4-^h4rv-OHfyxyl^7^zi;i^) 

y) :7x::i;P) x^u-y) b'j>-^y 

4- (2- (2- (N- ( t-::rhdj:i^j^;i.,"Kx;W;^f^ 
;U) -N- (4-y h^v'^V-tfV;^/^*:^;^) 

y) 7xx;P) x^Uy) bUi^'y ( 1 86. 8mg) 

5- >?^oa^;5^>' (5. 0ml)(C^»b. h'J:7/l/:t 
agtffi! ( 2 . 0ml) ^Mi-T. mSTCl • SWr^Jti* 

( 7 . 0ml) ^Jd;IT . *F^^cS#f ^ h U y/P^tn 

%(^^mit'^^ (*!7l 6 5mg) ^ixtJl±CO»Sii 

(47-2 ) 4- (2 - (2 - (N- (bHP^5^;Pr 
$yXy;l^;Kx;Pp(^;P) -N- (4-;>< h^i^^y^y 
x;l.rfxx;w) T£y) 7x^;U) x-^l^y) bU>-V 
4- (2- (2 - (N- {t)Viii^iy:?^^)V) -N- 

(4-;<h=^>'0'-bf>'X;W;J-.x;P) TSy) 7xX 
yl^) Xf*l^>') by v^V (*!}72mg) , 7jcig14X7;U4< 
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S K • igSftS (57. 4 mg ) . b HD^i^^^^V. 

(68. 3mg) &y^O— rh5t Kofcr^-y^t Ku 
^^Sx/UTS V (3 5. 2ing>$:fflV\ ifc. rb^b 

(34. 2mg) ^fflV^T. ^fi?!2-2i: 
i 0 . aW-fb-^??!! (34. 2mg) 

iH-NMR(400MH2, CDClg+DMSO-ds) 

2.73-3.28(4H, m), 3.86(1H, br d, J=16.1Hz), 3.88(3 
H. s), 4.32(1H, br d.J=16.1Hz). 6.56(1H, d, J=7.8H 
z), 6.96(2H, d, J=8.6Hz). 7.08(1H, t, J=7.8Hz), 7. 
11-7. 21 (2H. m), 7. 23-7. 37 (2H. m), 7.59(2H, d, J^. 
6Hz), 8.31-8.40(2H, m), 

[0 2 15] (mmmAS) a- (2- (2- (n- 

(TSy7&;u:tr^;i^;^^;i^) -n- (4->h^r>-^y 

y i-^^iy\^ m7rsit^m^ 3 - 1 ) 

4- (2- (2- (N- (;ir;l^.1f^ri^;<f'/^) -N- 
ji^) X.^Uy) eUS^V l-^r^S^H (*?76 9m 

g ) . ^K^m;<?y^;Ki^M ^ K • (60. 0 m 

g ) . t ]ia^^^^y^/h V rV—)V (31. 7 m 
g) . N-^f-;^^;U;^U>^ (6 3. 3mg ) m/T^ 
qe-T*(28%. 0. 1 5m 1 ) S:fflV\ ||fife^5i: 
lil^c^^atCct 0 . BW^fL-^Jfe (11. 2m g ) 

iH-NMR (400MHz, CDClg+DMSQ-dB) 
2.81-2.95(3H, m) , 3. 13-3.29(1H, m). 3.85(3H. s), 
3.96(1H. d. J=16.0Hz).4.21(lH. d. J=16.0Hz). 6.71 
(IH. d. J=8.0Hz). 7.01(1H, br s). 7.10(2H. d.J=8.8 
Hz). 7.12(1H. t. J=8.0Hz), 7.29(1H. t. J=8.0Hz). 
7.32(1H. br s), 7.34(2H. d, J=6.9Hz). 7.39(1H, d. 
J=8.0Hz). 7.57(2H, d. J=8.8Hz), 8.15(2H, d, J=6.9H 

z). 

[0 2 1 63 mmmA9) 4-(2-(2-(N- 

(TSy;&;P4<^;i^p<-?-;i^) -N- (4-p<h^>-^:^ 

4- (2- (2- (N- (AJ\^7f.^iy:^^;U) -N- 

(4-^ ^^>'<y•^f>'xy^'7^-;^) T$y) :7x^ 

:JL^Uy) \::Vi^y (*^7 2mg) , 7jc^14;<7;l';K 
£ H • ifil^tS ( 5 7 . 5 mg ) . b }ia^i^^yY 
h y TV-yl^ (30. 4 m g ) . N f-yl-^r/U^^ U > 
(6 8. 3mg) ai/^rv^-T* (2 8%. 0. 2m 

1 ) im^\ mmmstmmco^mizx^. smt^ 

(43. 7mg) intz. 
iH-NMR (400MHz, CDClg+DMSO-ds) 
2.85-3.09(2H, m), 3.09-3. 16(2H, m), 3.85(1H. br d. 

J=16.6Hz), 3.89(3H. s), 4.23(1H. br d. J=16.6Hz), 



5.47(1H, s), 6.64(1H, d, J^.OHz), 6.66(lH,br s). 

6.97(2H, d, J=8.8Hz), 7.12(1H, t. J=8.0Hz), 7.18 
(2H. d, J=5.7Hz), 7.30(1H. t. J=8.0Hz), 7.34(1H. 
d. J=«.0Hz), 7.60(2H. d. J=8.8Hz), 8.53(2H, d, J= 
5.7Hz). 

[02 17] immmso) 2- (2 - (2 - (n- 

(bHo=3rC^;ur$y;»yU;K^;i-;^^;U) -N- (4- 

^ h^iy^y^y:^)\^t^:^ji<) TSy) ^x^i^/u-) 
uy) bu 'Jy 1 -yf^yy'i &^it'^^^ 3 - 1 
1) 

(50-1 ) 2- (2- (2- (N- (t-yh^i^jtj 

- f-yl- ) -N- ( 4 h^jXy-bVxyi^j^ 
:=^J\^) T^y) 7x::>/[^) xf-u-^^) b'U>-^>^ 
(Z>-2-(2-(2-(N- ( t-rh^i^;i^;P3if 
x;p>^;P) -N- (4-;>^h^i^^>-b>^;U7^~ 

TSy ) :7xx/^) b-;U) b»J>-'y (4 7 9. 8 

mg) i:mm (15ml) izmmt. TKjmc?^ uf^^i^ 

^zsmm^ ( 1 . 3 1 g ) «ri!lD;c/v:* ^<^^. mi&TS 

^y : i^Mx-^;U= 1:1—0:1) -CffiSL. BS^t: 
-^(4 13. Omg) 
iH-NMR(400MHz, CDCI3) 

1.36(9H, s), 3.08-3. 24(4H, m). 3.86(3H, s). 3.99(1 

H, d, J=17.4Hz), 4.34(ltt, d, J=17.4Hz), 6.92(2H. 
d. J=9.0Hz), 6.%(1H. d. J=8.0Hz), 7.07(1H, d. J= 
8.0Hz). 7.12((1H, dd. J=5.0, 7.4Hz), 7.23-7.32(2H. 

m). 7.36(1H, d. J=8.0Hz), 7.60(1H, t. J=8.0Hz), 
7.66(2H, d, J=9.0Hz). 8.55(1H. d, J=5.0Hz). 
(50-2) 2-(2-(2-(N- (t-rh^y:^ 

~;i^) TSy) 7x:=-yi^) x-^u:/) bus^^vi-^t^ 

2- (2- (2- (N- ( t-yh^>';&;l'df-;l.'>^ 

yu) -N- (4--X h^ix^y-if>'X;^'/^:=.yl') 

y) :7x::::y^) xf-l^y) b'JS^'y (206. 5mg) 
&tXin-:^ona^A#K ( 14 7. 7mg)?:fflV\ 
1 - 4 t Pl^O^fttdJ: 0 . BW-fb^fla ( 1 8 
8. 2mg) 
iH-NMR (400MHz, CDCI3) 

I. 34(9H. s), 3.02-3.42(4H, s), 3.88(3H, s), 4.02(1 
H, d, J=17.8Hz), 4.40(1H, d, J=17.8Hz). 6.84(2H. 

d, J=9.1Hz). 6.90(1H. d, J=7.9Hz), 7.06(1H, t. J= 
7.9Hz), 7.22(1H, dd, J=6.0. 7.0Hz), 7.20-7.34(2H. 
id). 7.39(1H, d. J=7.9Hz). 7.63(1H, d. J=7.9Hz), 8. 
23 (IH, d, J=6.0Hz). 
( 5 0-3 ) 2 - (2 - (2 - (N- {:i!jj]^7f^^y^-^ 
yl^) -N- (4-^ h^>-^V'bfyx;U7f>xyI^) TS 

y) :7xx;i^) jL^uy) tru^v 1 -:*^y\^ 
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2- (2- (2- (N- ( t-yh^^-^&yP^K^/U-^f- 
y) 7i-;p)x^i^y) tfUS^'v (i 

88. 2mg) Sri^'r^^uQ^^^y ( 5. 0ml 
L. bU>^;^5j-uSfK (2. 5m 1 ) SrJO;tT. ^iftT- 
4Kjra}»¥L/'c. SETS* L^rf*. h/Pxy 
(5. 0ml ) 4rSn;tT. J^miS^-TS 7;l^::i-a 

(5 0-4) 2- (2- (2- (N- (bHn:^i/-;l^r 
x;u»x/i^) T$y) :7xx;i/) x^uy) b'li>^>- 

2- (2- (2- (N- -N- 
(4-;<h*>'0'HfVX/^:fv-;l.) TS^) :7xX 

TK^ItX^/l^^f^i^M 5 K • (57. 1 m g ) . b H 

a^i^Ky-^/h ^JTY-)U (30 , 2ms) . N-J><f- 
/l^^/Ud*. y ( 6 0 . 2mg ) aVO-rh^bKotf 
7x;UbHn:^W^r5 V ( 34. 9mg) Srffl^^V ^ 
x h^b Hab^::i;PSoMiRat3{i;. p- h;Ux 
Vx/U^yK- 17KSW?5 (5 7. 8mg) Srffl^^^T. H 
SfiP 1 - 6 i:I«I«co^ffitc J: 0 . BW^L-^???) (42m 
g) i'i%rz. 

1 H-NMR (400MHz, CDCI3 +DMS0-d6 ) 
2.89-3.04(lH, m), 3.26-3. 38(1H. m), 3.38-3. 47 (IH. 
m). 3.48(1H. br d. J=15.6Hz), 3.88-4. 02(1H, m), 3. 
89(3H, s). 4.45(1H. br d. J=15.6Hz). 6.46(1H. d, J 
=8.0Hz). 6.97(2H. d. J=8.8Hz), 7.09(1H. t. J=8.0H 
z), 7.19-7.30(3H,jn). 7.34(1H, t, J=8.0Hz), 7.52(1 
H, d, J=8.0Hz), 7.56(2H. d. J=8.8Hz), 8.34(1H. d. 
J=5.3Hz), 9.70(1H, br s), 9.97{1H, br s). 

[0 2 18] immmsi) 2- (2- (2- (n- 

(}i}^a^i^jUT^y/2JU7f-^)i^:^^fl<) -N- (4- 
>^h^y^V-bVX/U:f)tci;l^) r$y) 7xX;P) xf> 

\yy) 'Jy m^'it^m^^s - 1 2) 

(5 1-1 ) 2- (2- (2- (N- 
;W) -N- ( 4- y h^i^^y-^y^fl^^-^fU) TS 
y) 7x:::.yU) x^uy) \i'Oi^y 
2- (2- (2- (N- ( t-r^=s^^Sx;>&;U;Kx;^;><f- 
y) 7x^171') Xf-Uy) tUi^y (2 06. 5 m g) 
Sr£/'^nn>r5'>' (5. Om 1 ) tcJg^L. hU^yU^ 
ag^K (2. 5m 1 ) $:lra;fCSiST'3B*raM*f L;t. 
J««K^MJET®*L7t^. h;l/X>' ( 7 . Om 1 ) $:Jd 

ti. C:o«f^&3IlI«0igL. ffl»i8ttffi^BWb'&*i5 

(*^i8 0ing) ztia±(Dmsmi¥i:nhi*iz. 



(5 1-2) 2- (2- (2- (N- (bHo=3e>-;l^r 

x;i/rf^x;i^) TSy) 7xx;t^) x^uy) eUS^^V 
2- (2- (2- (N- (:<^/P;K#>-^f-;l') -N- 

(4-y h^v'^>'-lf>'X7P;nx;P) TS^) 7xX 
yU) x-^wy) bUv^V (*594mg) . ^IcSgS^yl^.i-: 
^ H • mm (82. 1 mg ) . b Ho^v-^VV 
M;ry-/U(4 3. 4mg) . N-^f-yl^^/^^UV 

(86. 6mg) Jif^O—rh^b Katf^x/l^b Kq 
^>';UTSy(50. Img) Srfflv^. t/::. xh^b 

■ i7m^ (5 8. 4mg) ^fflv^T. mmm2-2b 
mm<:o^mi^zx^. s^t-^^ (91. 4mg ) 

iH-NMR(400MHz, CDCls+DMSO-dg) 
2.88-3.14(3H, m), 3.14-3.28(1H. m). 3.85(3H. s). 
3.95(1H. br d, J=15.3Hz), 4.09{1H, br d, J=15.3H 
z). 6.69(1H. d, J=7.9Hz). 7.09(2H. d. J=8.8Hz).7.1 
KIH, t, J=7.9Hz). 7.20-7. 36(3H. m), 7.38(1H, d. J 
=7.9Hz). 7.60(2H,d. J=8.8Hz), 7.73(1H, d, J=7.9H 
z). 8.53(1H. d. J=4.0Hz), 8.92(1H. br s). 10.50 (IH. 
br s)o 

[02 191 (^^85 2) 2- (2- (2 - (N- 
(T$y7»;l-;jfx;P^^;l^) -N- (4'-:^h^i^Ky 
-eyxfl^^s-zu) T^y) 7xx;|^) x-^lx>-) br»J>-^ 
y 1 - :t ^ V- K ( ga^-fb-^ifelS-^ 3 - 9 ) 
2- (2- (2- (N- (j^^/l-.-K^i/^f-y^) -N- 
(4-y h4ri^^>'-if>';:^;P:i^x/l^) TSy) 7x^ 
;P) Ji^Uy) tf»J2;^y l -::t=^i^H (*^6 6m 
g ) . *Jg14*;U.i^'i^M 5 H ■ JSea® (57. 1 m 
g) . h}^a^>^^y-/hVTY-JV (30. Om 
g) . N-yf-;U^:;^7M;v (6 0. 2mg)ar/r>' 
^xr* (2 8%, 0. 2m I ) Srfflv^ IISSgff5i:|Sl 
«c7)#at2ctO> @W<b-^(3 5. Omg) i:nfz. 
1 H-NMR(400MHz. CDCl 3 +DMS0-d6 ) 
2.87-3.05(lH, m), 3. 07-3. 24 (IH, m), 3.26-3.44(lH, 
m). 3.66-3. 87(1H, m).3.82(lH. br d, J=16.4Hz). 3.8 
9(3H. s), 4.41(1H. br d. J=16.4Hz). 5.57(1H. s), 
6.53(1H, d, J=8.1Hz). 6.95(2H. d, J=8.8Hz), 7.09(1 
H, t. J=7.4Hz).7.18-7.37(4H, m). 7.41(1H, br s). 
7.45(1H, d. J=7.4Hz). 7.55(2H. d, J=&.8Hz). 8.28(1 
H. d. J=6.0Hz). 

[0 2 20] (mmm5 3) 2- (2- (2 - (n- 

(T5/;»;P:i<x/py^;U) -N- (4-^b^>-^y 
-e>-x;U;fxX;U) T^y) 7xx;i^) x^lx>-) b'J>? 
>l«?j7K^k^^^3-l 0) 

2- (2- (2- (N- (^;U7K^f/^^;l^) -N- 
(4-;>< h=^fS^'<>'-*fy>^7l':^x;U) TS^) 7xX 
7U) Xf^l/y) bU>^'y (*^;94mg) , 7lc^tt;<?;l..-K 
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'J^ 5 H -SKffl (82. Img) . fc Ko^rv-^W 
hUry'-zU (4 3. 4ing) . N-^^y^^/^T^Uy 
(8 6. 6mg) at^T^-^r-r* (28%. 0. 2m 
1 ) &fflv>. ^fififi?iJ5i:|5l^co#i£fcJ: 0. 8^^^ 
(86. 5mg) ^ntz, 
iH-NMR (400MHz, CDCis+DMSO-ds) 
3.01-3.20(3H. m). 3.44-3.54(lH, m). 3.85(1H. br d. 
J=16.7Hz). 3.89(3H. s) . 4.31(1H. br d. J=16.7Hz). 
5.59(1H, brs). 6.56(1H, d. J=7.9Hz). 6.%(2H, d. 
J=8.9Hz), 7.08(1H. t. J=7.9Hz), 7.14(1H, dd, J=5. 
5. 7.9Hz), 7.19(1H. d, J=7.9Hz), 7.24(1H. br s), 
7.28(1H, t. J=7.9Hz), 7.40(1H. d. J=7.9Hz), 7.59(2 
H. d. J=8.9Hz), 7.61(1H, dd, J=5.5- 7.9Hz), 8.53(1 

H. d, J=5.5Hz), 

[022 1] immmSA) (E)~4-(2-(2- 

(N- ( 1 - (b Hp^£x/i^r$y;»;l^;K^;u) jcf- 
}V) -N- (4-^b^£/-^y-fe:VX/l^;^:i.;U) TS 

( 54- 1 ) (E) -4- ( 2- ( 2- (N- ( 1 - 

-N- (4— ^h^ix 

(E) -4- (2- (2- {A''y<^V^i^^y'^yX)i^ 
;U) TSy) /l-) b'-;PeU xV(500mg)<7) 

f^;U;j^;UAr a K (DMF) (40m 1 ) CC. 
tffW^'^M. (1.04g) . <}:v^T\ a-yn^7''nb;t> 
Mx^/U- (326m g) Srini.. ^aT7^SJa*¥L/-v:. 
acB*IT^. ^JgifeSr-t^^f hrSL. DMFS: 

«l«Ei&e4L;^Co ^t^.i^)t^b-&«!lS:. i^'J^^fVA^J:. 
i^XD^Y^yy (g^x-^;|/: ^^-9-^=- 1:10 
-1 : 1) T-ftSLT, mmt^ (330mg) 

iH-NMR (270MHz, CDCl 3) 

I . 31-1 . 25 (5H, m) , 3. 75 (3H , s) . 4 . 25-4 . 04 (3H, m) , 4 . 89-4. 
75(lH.m).6.90-6.71(4H,in).7.33-7.10(2H,m).7.48-7.35 
(2H. m) . 7. 89-7. 52 (4H. m) , 8. 56(2H. d. J=6. IHz) 
(54-2) (E) -4- ( 2- (2- (N- ( 1 - 
(JLV^i^tl}\^7ii-iV) -N- (4— 

(E)-4-(2-(2-(N- ( l-(a:h^>'X?;I/ 
Xf-;!^} ~N- ( 4— > b^£^0'-b'>';^/L-* 
=^)V) ray) 7xx;^) bx;U)b!;>-> (330mg) 
<7^i^9u}V:^9y (25m 1 ) ffiJStZm- ^aaiia^,&# 

(mCPBA) (268mg) SrJDi. SiST' 1 ^SJIJ* U 
/i^ KfBJftS: 1 0 h U ^ A*^?fit. fifift^ 



{-Ji^UfVj^^'y : >^^y— 100: 1 — 1 0 : 

1 ) x^mmL. nmit^ (i55mg) ^ntz. 

iH-NMR(270MHz,CDCl3) 

1.30-1.23(^,in).3.75(3H.s). 4.25-4. 10(3H.in) ,4.89-4. 
77(lH,oi).6.88-6.72(4H.m).7.44-7.08(4H.m).7.69-7.50 
(2H. m) , 7. 88-7. 72(2H , m) , 8 . 22 (2H , d , J=5. 6Hz) 

( 54-3 ) (E) -4 - (2- (2- (N- (l-;>& 
fVi^.^i^X.^)^) -N- (4-y h'»>-^>--bf>-A;Usfv 
x;l^) rsy) 7xx;|^) b'-;U) tf'Jv^V 1 

(E) -4- (2 - (2- (N- ( l-(xh^Sx^;^ 
;Jf-;U) Xf-;U) -N- (4— y h^>-^>'-ify;^;P:^ 
x;|^) TSy) 7xX7P) b-;^) bUS^V 1 -:5i"=3f 
i^H (155mg) c7)X;^y-;U (15m 1 ) ?SI?St::l N 

y n^ATKis® (0.32m 1 ) mt. mmzxA 

^fk-^^^J^-i^'x^y^x-T^yUT-gfem^. BW'ft;-^?^! (95m 
g) Srf#fco 

1 H-NMR (270MHz, DMSO-dg ) 

1. 17(3H,d. J=8. 2Hz) , 3. 75(3H, s) , 4. 88-4. 73(lH,m) ,6 .89 
-6 . 70 (4H, m) , 7. 45-7 . 00 (4H . m) , 7 . 80-7 . 54 (4H . m) , 8 . 20 (2 
H.d.J=6.2Hz) 

( 54-4 ) (E) -4- (2- (2- (N-(l- 

{\LYn^i^)Vr^J^)V^^:z}V)jL^}V) -N- (4 
-y h^S^^>--bVx;l^;^x;i^) T5y) 7xx;l.) b 

(E)-4-(2-(2-(N-(l -;<?;U7i<^i^xf- 
yP) -N- (4-y h^>'0'Hf:^;^/P5^xyl^) 
y) 7xx;P) b'x;^) l-:t*i^K (95m 

g) (7)1^9 x:t)V:<^> (20m 1 ) jgSJffitz. N-y^;u 
^;i/*U:^ (106m g) . 7KJSttX^/^?KS^M 5 K ■ SB? 
i® (60mg) . b FD^v-O-yhliry— ;W (42m 
g) &i/0-irh^b Hob^x^ubFn^s^/PTiv 

(24m g) 5:ani> MiaT6B#PBllg#L?to RJCi^T 

vh^77 — ( i;^^' o/u-y >- : y:^y— ;ix= 1 0 

0 : 1-1 0:1) TffiiJLTt. n^iXfz&m^^^?^ 

:^y-;u (lOm 1 ) {zmmL. p - ^;^xy7.;^?^.>'K 

(12mg) 'i%tz. 
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iH-NMR (270MHz, DMSO-de) 

1.18(3H,d,J=«.3Hz).3.73(3H.s). 4.83-4. 70(lH,m), 6.89 
-6. 73 (4H , m) , 7 . 20-6. 99 (2H , m) . 7. 53-7. 26(2H . m) . 7 . 73- 
7. 61 (2H. m) . 7. 89-7. 77 (2H, n) . 11. 49(1H. d. J=6. IHz) . 
[0 2 2 2] (mmm55) (E)-4-(2"(2- 
(N- (bHo^S>^yUr$y;&;U:l<::>/P>-f-/l^) -N- 

##1-58) 

(55-1 ) (E) -4- (2- (2- (3, 4->^pg 

bU 

(E) -4- (2- (2-T^y:7x-;p) t'-/u) t" 

(3.oog) coeusxy (isom 1 ) mmz. 3, 

4-i^*y h^i^^>'-t:>'X;P:^^;P^n^^ H (4.06 

xy^"Cgfe??L. BW^L-g* (5.37g) SrffJt. 
iH-NMR (400MHz, CDCI3) 

3- 60 (3H, s) , 3. 78 (3H . s) , 6 . 78-6 . 69 (2H, m) . 7. 13-7. 05 (3 

H. m) . 7. 29-7 .22(4H. m) , 7. 38 (2H .d, J=7. 8Hz) , 7. 50(1H. d. 
J=7 . 2Hz) , 8 . 42 (2H , d , J=5. 8Hz) 

(55-2) (E) -4- (2- (2- (N- (t-^ 
h^>-;»/W.-Kx;W;<^;U) -N- (3, 4->-^.Xh3rx 

<y'fefyx;U;^^;P) r$y) b~;i-) tfU 

(E)-4-(2-(2-(3, A-i^s^h^zy^y-^ 

( 5.37g) C0v^.Xf-;^*;PAr5 H (DMF) (100 
ml ) (3. MM^/^i^'^^ZK (5.62g) . }X\^X\ ^n^r 

»Kt-y^yu (2.9ig) irtut. mmzxsmmmfiF 
Lfz. RmmTm. T-mm^-^y-i h^i&t. met. 

1:10-1:1) TffirSLT. BW-fL-^ (6.30g) 
iH-NMR (270MHz, CDCl 3) 

I. 42(9H,s), 3.73 (3H,s), 3.84 (3H,s), 4. 25(2H,s). 6.95- 
6 . 78 (2H , m) . 7 . 20-7 . 05 (2H , m) , 7 . 45-7 . 30 (2H , m) , 7 . 60 { 1 

H . d . J=16Hz) . 7 . 85 (IH , d . J=7 . 8Hz) . 8 . 60 (2H , d , J=6 . 2Hz) 
(55-3) (E) -4- (2- (2- (N- (t-^ 

h^i^:^)]^7t-:-)l;^i-jU) -N- (3. 4-^'yh^>- 

(E) -4- (2- (2- (N- ( t-yh=ir>';<7/U4< 

-;U;^f-;W) -N- (3, 4 ->^';>< h^^-O-lf y-j^yu 



;fv-yl^) TSy ) 7x^yU) b'~yU) \^:Viyy (6.30 
g) nyW;>< y (100m 1 ) ^JRCC. m-^^on 
(ffiCPBA) (4.68g) SrJilJi. Mia-Cl^fS 
3 04J^f^L/::. RlS5?KSrlO%^;tB£Bt+M;^-i^7k 

— (s^'^j'oypy r^^y : ^:5^y-;u= 100 : 1 — 1 

0:1) vmmL. Smt^ (4.60g ) 5:»7to 
iH-NMR (270MHz, DMSO-dg) 

1.35(9H,s),3.78(3H,s>.3.89(3H.s),4.10(lH.d,J=16.0H 
z), 4. 32(lH,d,J=16.0Hz), 6.85-6.83 (2H,m).6.99(lH,d. J 
=7. 5Hz) ,7. 05 (lH,d, J=7. 7Hz) . 7. 25-7. 21 (IH. m) . 7. 42-7. 
31 (4H , m) , 7 . 79-7 . 68 (2H , m) , 8 . 26 (2H , d , J=6 . 3Hz) 

(5 5-4) (E) -4- (2- (2- (N- (;»yP;f: 

^x^f-yk) -N- (3. 4-s^>>< ^^>-^y•^fyxyp 
7t;^yl^) TSy) 7x31/1^) b:::.yl^) eiiyyi-;^^ 

(E) -4- (2- (2- (N- ( t-yh^v';&yU.1C 

i::y^>f-;i-) -N- (3. 4 -i^'^ v-'^.y-tfyxyu 
*xyp) rsy) 7xxyp) b:iyu) fUi^^yi-it^ 
i^H (4.60g) ^i^'^nyU;)<^y (lOOm I ) mmz. 

aw^k-^ (2.50g) iWz. 

iH-NMR(270MHz,DM5CI-d6) 

3.74(3H,s),3.84(3H.s),4.25(2H,br),6.90-6.77(2H,m), 
7. 18-7. 00(2H, m) .7. 45-7. 29(2H, m) , 7. 65(1H, d, J=16Hz) . 
7. 78 (IH , d . J=8. OHz) . 8 . 21 (2H, d, J=5 . 9Hz) 

(55-5) (E) -4 - (2- (2 - (N- (bHo 
^S/^yPT^yXyyU^^^xyUpc^yU) -N- (3. 4->^^ 
h^i^^y-lfyxyl^;^^;^) rsy) 7x^yU) 
yU) bUv^y 1-^^£^K 

(E) -4- (2- ( 2- (N- (;&yW;K^>^;^f^yl') 
-N- (3. 4->^^ h^v-^y-tfyxyl^^-y^) rS 

y) 7xxyp) b-yi^) bUi;^y-i (i.oo 

g) (7)x'::7aypy :5^y (20in I ) N-^f-yl^ 
^JU:it- V y (473in g ) . 7kittt*;U*W ^ K • ISffi 
i®(611ing) . bHn^>'<yybUrV*-;K431m 
g) rb^b Hob^-yWb Ko^S^/UTSy 

(274mg) S:Jo;t. MST^l^aSfL/Co RJCiftT 

u-7V^yy A— {-j^u}V?<9y: ^9y—jv= i o 

0:1-10:1) T»S!L^o %htWz^mi-^^^ 

^^y-yu (30m 1 ) [zmmL. P - V )Vx.y X)V7t^y^ 
• l7KWJ|aS:jD;t. ^aT3i*HJiJf U/i, W3£rmm 

:^9y'-)VXimL. ^mc-^ (70mg) 



(^9) )01-261649 (P200 1 -K5c(i 



iH-N>!R (400MHz. DMSO-de) 

3.72(3H.s).3.77(3H.s).3.98(lH,d,J=15.7Hz),4.30(lH. 
d.J=15.7H2).6.94(lH.d.J==8.0Hz).7.21-7.02(4H,in),7.3 
l(lH.t,J=7.2Hz).7. 41(lH.t,J=7.2Hz).7.47(lH,d,J=8.0 
Hz). 7.53(2H.d,J=7.0Hz).7.69(lH,d,J=16.6Hz).7.84(l 
H, d. J-7. 8Hz) , 8. 34(2H, d, J=6.8Hz) , 11 . 50(1H, s) • 
[0 2 233 (mmm56) (E)-4-(2-(2- 
(N- (bFn^i/-/UT$y;»;t^^-/l^>'f-/l^) -N- 
(2. TS^) 7 

#-^1-5 9) 

(5 6-1) (E) -4- (2- (2- (2. 5-S^^;>< 
(E) -4- (2- (2-rsy7x-;P) b'-;P) b 

Vi^y (3.oog) obUi^'y (i50mi ) m&iz. 2. 

5-i^';< h^£/'^y't::xxyU4*.— ;u^^n^>f H (3.80 

T^y^riJfe^S^L. B6m-^(5.45g) 2r#7t. 
iH-NMR (270MHz. DMSO-de) 

3 . 65 (3H . s) , 3 . 70 (3H . s) . 7 . 13-7 . 02 (4H, m) , 7. 29-7 .17(3 

H. ia).7.42(2H.d,J=7.0Hz), 7.76-7.65 (2H,fli),8.52(lH,d, 
J=5.8Hz),9.79(lH,s) 

(56-2) (E) "4- ( 2- (2- (N- (t-y 
h^>-;&;l-^Cx;i^;><^7i^) -N- (2. 5-'J;^h^zy 
Ky-^y:;fs)\^7i^.:=.;\^) T^y) ^xx/P') b^^;i^) b'tl 

(E)-4-(2-(2-(2. 5-i^';^h=^>'^y'fer 

TS^) >^xX;^) b'xywe U >''>^ (5. 
45g ) cOi/'^f-;P*;UATa K (DMF) (60m 1 ) 
lit. mk^iVi^^M. (2.95g ) , <XV^t:\ T^o^i^^t 

-yf-zi^ (2.95g) s-sn;t. ms^^zxi^mnLtz. 

(»KX'f-;W:'Vv4f^f>'=l : 1 0—1 : 1 ) "C 
«SUT. BW-fL^tBs (3.13g ) 
iH-NMR (270MHz, CDCl 3) 

I. 45(9H,s).3.66(3H.s),3.70(3H.s),4.30(2H.s),6.88(l 
H.d, J=16.2Hz) ,7. 10-6. 95(3H,m) , 7.30-7.20(3H. n) .7. 45 
(2H, d, J=7. 5Hz) , 7. 77-7. 67(2H, n) , 8. 59 (2H. d. J=6. OHz) 
(56-3) (E) -4- (2- (2- (N- ( t-y 

^y^yX)V7\x:^}V) T$y) 7xx;|^) b^::i;l^) e'J 
l-:t=^>-K 

(E) -4- (2- (2- (N- {t-:fV^l^:^)V^^ 



x;U;><f-;^) -N- ( 2. 5 -S^V h=^r>'0'-b:>'.X;U 

T^riyw) rsy) :7x^;u) b'x/u) trus;^^ (1.13 

g) <r>-J9^)V?^9y (30m I ) igiStC. m-^^aoiS 
(mCPBA) (0.99g) *lDi. ^fflTSO^i^ti 
f^LTtc Rje«5rl OJ^^^m^hh'J'^ATfoS^S. 

{'J^ufv^^y : >^'y-;u= 1 00 : 1 — 1 0 : 

1 ) T-'f&SjL. mmt^ (950m g) ^ntz 

1 H-NMR(270MHz. CDCI3 +DHSI>d6 ) 

1.41(9H,s),3.66(3H.s),3.69(3H,s).4.21(lH,d,J=15.6H 
z).4.40(lH,d,J=15.6H2).7.10-6.85(4H,m), 7.31-7.25(3 
H. m) , 7. 40(2H, d. J=7. IHz) J.ll-lb2 (2H, m) , 8. 30(2H, d, J 
=5.9H2) 

(5 6-4) (E) -4- (2- (2- (N- (;&;P;K 
^y:A^)V) (2. 3-'J:^h^i^'<^y^yX)i^ 

7fv-;l^) r^y) :7xX;U) b^x/i^) \:^j-jyi-:^^ 

(E) -4- (2- (2- (N- ( t-yf^>^*yP,+C 
x;Pp< f-zP ) - N - ( 2 , 5 - >-'y h ^ S^^>'-t: >';;^/^ 
5fv-;^) rsy) 7xx;^) b^x;!^) b'U i^^^- 1 
i^H (950mg) <?5i;^oo;^^^>' (100m 1 ) 

B^B^bL. BW-fb^ (800m g) ^W/;:. 

1 H-NMR(270MHz, DMSO-dg ) 

3. 64 (3H , s) . 3. 69 (3H. s) , 4. 38(2H . hr) , 7. 08-6. 90(4H, m) . 
7.29-7. 18(3H,m) , 7. 39(2H,d.J=7.4Hz), 7.76-7.61 (2H, 
m).8.28(2H,d.J=5.9Hz) 

(56-5) (E) -4 - (2- (2- (N- (bHo 
^y;l^TSy;&;U;i<xyl^p<-^yU) -N- (2. 
^^>-^^^^fyx;P7^X7^^) rS/) :7xx;i^) b^:i. 

(E) -4- (2- (2- (N- (^yUdC^i^^^^yP) 
-N-(2. 5-i^y h^i^^y-trVXyP^t^xyU-) 
y) :7xX;W) b'x;U) by>-'i^-l-:t^i^H (800 
mg) <Di^9U}V^^y (20ml ) N-;?^'?^ 

>^ (378m g ) . ^ H • ^ 

^ (489mg) . bKn^>'^>'VhUTV-;P (345 
mg) . SLi;^0-7"h^bKob^x;UbKnd^S/;UT 

(220mg) ^iin;c. sfflTwam^L/i. Rie*! 
100: 1-10: 1 ) xnmhfz. %^fifz&mm 

Sr^^J^y-/!^ (30m I ) icJSMU. p-h/PxyxyU4^ 



(SO) )01-261649 (P2001-I#3rf 



^jxu. smt^^ (i2mg) m 

iH-NMR (400MHz, DMSO-dg) 

3.65(3H.s).3.70(3H.s).4.10(lH.d.J=15.8Hz),4.30(lH, 

d.J=15.8Hz),6.89(lH,d,J=15.9Hz).7.n-6.99(3H,iD),7. 

29-7. 15 (3H , m) , 7 . 45 (2H , d , J=7. lilz) , 7. 79-7. 62 (2H , m) , 

8.34(2H.d. J=6.5Hz) ,11.48(lH.s) . 
[0224] (mmmSl) (E)-4-(2-(2- 
(N- (bKn^>-/l^T5y;»/t>-^^;l-^^/l^) -N- 
(2, 5->-^;>^ h^>-^V-tfyx;I^:^::^;U) T^/) 7 

x::i;l^) b^:i.;U) U £/> (giJ^-f[:-^## 1-60) 
(57-1 ) (E) -4- (2- (2- (N- (;»;U;K 

^Sx^^;i^) -N- (2, 5-z^?<h^>'^y'^yx/u 

(E) -4- (2- (2- (N- {t-rh^i^:^)\^^^ 

-;u^^/w) -N-(2. s-i^':^ ^^>'<y^f>'X/^ 
;^-/^') TSy) yx-;P) t'~;l^fUxV (l.Og) 

cOS^':t^1f>' (SOm I ) mmz. m^mt (lOm l ) SrjD 

-&ift)(858mg)*§7t^ 
(57-2) (E) -4- (2- (2- (N- (bKn 

^i^;UT^y;^;l^;K::iyl^;><^;l-) -N- (2. 

/w) bu>-v 

(E) -4- (2- (2- (N- (AJV7i(^i^:^^JU) 

-N- (2, 5-i^'^ h^>'<y-b>x;ud^-;i') rS 
y) b-;p) t^us^'y • Si^s (858mg) 

coy ^ o;l/;?< > (40m 1 ) SJBJSfc:. N-^f-zl^'t/U 
>- (884m g ) . *^tt;?>;P^:$/>f ^ H - ^SSS (5 
03mg) . b Hn^>'<vyhyry-;K354mg) 
St^'0— rb^b Kob^— ;ub Ho^ri^/^rSy (19 
8m g) SrlDi. MaT5B*0J«f L^c. ^EJiTf*. 

(d/^nyl^^r^y : ;^i$^y—JU= 10 0: 
1-1 0:1) T«S{Lfco 

(15m I ) izmmb. P - hyuxvxyi^;^^^ • i 

afllrtt'^ (170mg) 
iH-NMR (400MHz, Dl^O-ds) 

3.60{3H,s).3.65(3H.s).4.08(lH.d.J=16.1Hz),4.29(lH. 
d . J=16. IHz) .6. 87 (IH . d . J=7 . 8Hz) . 7. 10-6. 95 (^m) . 7. 25 
-7.11(3H.ni).7.42(2H,d,J=7.8Hz).7.75-7.61(2H,Di).8.6 
0(2H.d.J=6.2Hz); 11.50(lH,s). 

[02 25] (mmmss) (e) -4- (2- (2- 

(N- (bHp^S^yWr$y;»;t^;t<x;WpC^yU) -N- 



bU 1 -:t^y K ( W^-fb;-^^-^ 1 - 

49) 

( 5 8- 1 ) (E) -4- (2- (2- (4-xho< 

y-fef v>^/P;^:i;u) T $ y ) :7 x x;i^ ) bx/ub v 'Jy 
(E) -4- ( 2- ( 2-r$y:7x::.;P) b'-/^) b 

(2.00g) CObUi^X50m 1 ) JgJgtZ. p-x 

hn^>-ifv^;i/7^x/i^:^n^>f K (2,48g) $:liai.. 
SiaT3 04i^«lfL7t, MET. bU>=^y?rS*U. S 

aW^b^ (2.26g) ^:mz. 
iH-NMR (270MHz, DMSOds) 

7 . 12 ( IH . d . J=15 . 7Hz) , 7 . 28-7 . 21 ( IH , m) , 7 . 50-7 . 34 (2H . 
m),7.85-7.74(4H,in). 7.91(2H,d, J=7.7Hz). 8.17(2H,d. 
J=7. 8Hz) , 8.83(2H, d, J=6.0H2) 

(58-2) (E) -4- (2- (2- (N- (t-^ 
b^>-:»;l^;|Cx;i/y^yi^) -N- (4-xhpA;>Hfy 
:;<>;P;^x;l^ ) T$y) 7xX7U-) b^x;|^) b'JS/V 
(E) -4- (2- (2- (4-xhoO^-tf>^A;U.1; 

x;u) r^y) 7a;x;p) bx^ubUi;^:^ (2.26g) <o 

^;^;l^;l'Ar 5 H (DMF) MtR (30m I ) tc. 

(2.35g) . a:v^T\ ro^BSt-T'f-yU 
(1.33g) ^an;i. S;aT'l S^imLtz. ^Mi^-b 
9>f hriSL, MET. mir^^Ltz. »aES:»Blx 

(BSlXf-^W : ^:^r'^>'= 1 : 1 0--1 : 1 ) TffiSL 

g6*Ht-&iB!I (830mg) 2:#3t. 
iH-NMR(400MHz,CDCl3) 

1.41(9H,s),4.23(lH.d,J=14.4Hz),4.41(lH,d,J=14.4H 
z).6.85(lH,d,J=16.4Hz) J.16(lH,d,d.J=8.0H2.1.2Hz), 
7. 31-7. 26(3H.in) ,7. 44-7.40(lH, m) , 7. 58(1H. d, J=16. 4H 
z), 7.75(lH.d,d,J:^8.0Hz.l.4Hz).7.89(2H,d,J=9.0Hz), 
8 . 23 (2H , d . J=9. OHz) . 8 . 58 (2H, d, J=^ . 2Hz) 
(58-3) (E) -4 - (2- (2 - (N- (t-r 
b^v';»yl/;Kx;U;><^;W) -N- ( 4 -xb QA^y-tf y 
X;l^7^x;l.) TSy) 7xx;l^) bx;U) b^J^-V 1 

(E) -4- (2- (2- (N- ( t-7'h^>';&;U;K 
x;^^^;!.') -N- ( 4 -xhn'<y-tfyx;^.+vX;P) 

r^y) :7jix;u) bx/i^) by>-'v (830mg) coi^' 

^ o;U^ y ( 40m 1 ) Jt^StC m - o niS^SSBS 
(mCPBA) (^ms) ^Mt. miSiTl^mtmLtz. 
KSi^mi: 1 0%f-:5rgS[K:^ h u ^ A7K}§SS. fiSfO^K* 



• 
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;U=100 : 1—2 0 : 1) TffiSS 
L. Smt^m (750m g) iWz. 
1H-NMR(270MH2.CDC13) 

1.44(9H,s) . 4.44(2H.s) .7.17(lH.d. J=16.0Hz) ,7.43-7.2 
0 (IH . d , J=5H , m) , 7. 53 (IH , d , J=16 . OHz) , 7 . 77-7. 72 ( IH , 
D),7.90(2H,d,J=8.6Hz),8.24(2H,d,J=«.3iz), 8.28(2H, 
d,J=6.2Hz) 

(58-4) (E)-4-(2-(2-(N- i^JU^fs 
^iy;<^J\^) -N- (4-^hP^>-fa:y^;U7n~/l^) 

r^y) yj^:=^/u) tr^/i-) trg>-v i-:t^5/'K 
(E) -4- (2- (2- (N- ( t-yf^p>'*;u.i? 
— ;U-?<^y^) -N- (4-— hn^y-tfyx;^;^::!;^) 
T$y) :7x:=.;U) b'r:;p) eUS^^y l-^r^v-K 
(750ms) CDi^^u\J;<i^y (25m i) mWiiZ. hO 

aW^L-^ (300m g) ^Wz. 
lH-N^^R(270MHz,D^BO-d6) 

4.50(lH,br),7.10(lH,d,J=16.1Hz).7.24-7.21(lH.iD).7. 
49-7 . 33 (4H , n) , 7 . 51 (IH , d . J=16 . IHz) , 7 , 94-7 . 83 (3H , n) . 
8 . 23 ( 2H . d , J=7 . 8H2) , 8 . 30 (2H , J=6 . IHz) 
(58-5) (E) -4- (2- (2- (N- (b Ho 

y-(f y ) r S y ) 7 X ) b::^/U ) b 'J 'J 

y i-^^>-H 

(E) -4- (2- (2- (N- (;<?;l^.if^>';<f^;U) 

-N- (A-=:-hu^y^y:^)Vit'-=^}V) rsy) 

b-;!^) tfyi;^^ l-:t^i^K (300mg) 
n/Up^ (20m 1 ) SiS^S(C. N - ^ f-;P^yP4*> U 
y (200mg ) . *Stt;ir;p5Kv^-f S H • (189m 

g ) , t Yu^i^^yYh^) rV—)V ( 134m g ) 
O— rh^bHne^— Kn^£x;WTS> (71m 
g) -knt. Sia"C'3B§SJtfPL7to R^Ei^Tf^. RJIE 
JRtZ7lc*S:jD;l. ^<r>±±^ -J9uu:j^9y\^zX^^. 

^7>f- (ix^^a;p;^^>': y:^y-;^=l 00 : 1 — 

10:1) TitSLTte ^#^>i^^v:afe^*5:;>^^y-;^ 

(45m 1 ) (wj§»L. p->;Px>';^;^d^>^K- ItKW 
9 J-}Vmf'fh'7\LYxiyvy(T\{'P)X)Sm\^. B 

W^k-^^^S (120m g) 
iH-NMR (400MHz, DMSO-de) 

4. 50(1H, br) ,7 . 10 (IH, d. J=16. IHz) . 7. 24-7. 21 (IH, n) , 7. 
49-7 . 33(4H . m) . 7 . 51 (IH , d . J=16 . IHz) , 7 . 94-7 . 83 (3H , m) . 
8.23<2H,d. J=7.8Hz) ,8.30(2H. J=6. IHz) « 

[0 2 26] (^fflgiJ5 9) (E)-4-(2-(2- 

(N- (bHo^s^yur$y^;W:K^;i^;>^'f-;u) -n- 



;u) bus^v 1 -jr^i^hM gjJ^-fL^f&g-i- 1 - 5 1 ) 

(59-1 ) (E) -4 - (2- (2- (p-h;Px:^ 
j<>;Urf->x;l.T$y ) 7x-yl-) bx;U) b'Jv^y 
(E) -4- (2- ( 2-T$y:7x-;l') b'-;^) b 
^}Vy (4.00g) ObUi/>' (150m 1 ) ?§?g(C. P- 
h;Pxyx/P*x;P^D^-^ H (4.27g) SrjDi.. Mia 

J§M^S*t/::, t#i?>iifc^b^Sr. >^'xf^;^x-x;i^ 
T^?^L. aWk^tt (6.20g) ^%fz. 
iH-NMR (270MHz. CDCl 3 ) 

2. 3 {3H , s) , 7 . 20-7 . 11 (3H, m) . 7. 37-7. 22 (5H . m) J, 58 (2 

H, d, J=8. OHz), 7.72-7, 65(lH,m),8.55(2H,d,J=5.9Hz) ,9. 
82(lH,s) 

(59-2) (E) -4- (2- (2- (N- (t-r 
V^ui3)Vif-=^)V^^)V) -N- ( p- h;l^xyx;l^;^ 

(E) -4 - (2- (2- (A-Y)V:x.y:x.)Vif-^)VT 
Sy) 7xx;^) bx;l/) b'Ji^'^- (6.00g) cOi^'^f- 
/PTfsyPAT^ K (DMF) (100m ^ij)V-^ 
(4.73g) . <J^i.^T\ yatB^g!t-y^;U (3.67 
g) ^t^L. M?a"C3l^Htif¥L^^. RlGi»Tf*. 

»Kxf-;^-CftaiL. iRV^r. fiaiD:fttg*Tafcft 

(SfS?x^;P: 'Nv^-»fy=l : 1 0 — 1 : 1 ) T 
ftaSLT. gWb-^iB!! (6.37g) Sr*§/^. 
iH-NMR(400MHz,CDCl3) 

I. 38(9H,s),2.36(3H.s),4.15-4.09(lH.in),6.82(lH,d.J= 
15 . 5H2) , 7 . 26-7 . 08 (5H , m) . 7 . 40-7 . 35 ( IH , m) . 7 . 49 ( IH , d , 
J=15. 5H2) . 7. 60(1H. d. J=7. 8Hz) , 7.77(1H, d, J=7. 5Hz) ,8. 
59(2H,d, J=5.9Hz) 

(59-3) (E)-4-(2- (2-(N-(t-y 
Y^i/f}}V^-:::~)V:!^^)V) -N- ( p - h;l^xyx;l^;t^ 
X/P) T$y) 7xxyl^) bx;^^) bU>-^V 1 -:t^ 

(E) -4- (2- (2- (N- ( t-:?^h^i/*;u.+: 
x;i^p<"f-/W) -N- (p-h/Pxyj^/u-T^x/i^) rS 
y) yx^;U) bx;U) bU>^'>' (6.37g) c7)f/:^n;W 
>c:57>' (70m 1 ) ^?Kl::m-i7aaia^SSS (mCPB 

A) (5.%g) i&lrai. MiaTi^SJI#L;^c. RJS$^ 
Tf*. ae«t& 1 0%^^ffiK:h f 'J ^ ISW 

(i>':^^o;py ^J^y : y ^y— yi^- 10 0: i — l 0 : 

1 ) T'ltiat, ^mt^ (4.93g) 
iH-NMR(400MHz,CDCl3) 



(6 2) )01-261649 (P2 00 1-151x5 



1.38(9H.s),2.39(3H.s),4.09(lH,d.J=16.7Hz),4.38(lH, 
d . J=16 . 7H2) , 6. 83 (IH, d , J=15. 7Hz) , 6.99 (IH, d , J=7 . 2H 
z) , 7. 26-7. 20(3H. jd) . 7. 38-7. 32 (3H . m) , 7 .60-7. 57 (2H, 
iD),7.76-7.63(2H.m). 8.18(2H.d, J=6.2Hz) 

(5 9-4) (E) -4- (2- (2- (N- (;»/P.K 

^rS^;>g^;l-) -N- (p-b/i/X>-;:^;l^.i;ci;i^) r$ 

(E) -4- (2- (2- (N- (t-:rh^i^^Jl^4'^ 

— ) - N - ( p - h yux yxy^;^^;^ ) r 5 
s ) c7)i;^^n;U^ (150m 1 ) WiRiz. h U 37;^:^ 

JET. mm^rm^u^^tttimmi:. ly^uu^^:/^^ 

i^B^B^bL. aw-fk-^???! (3.oog) ^wz. 

1 H-NMR (270MHz . DMSO-de ) 

2. 50{3H. s) , 4. 45(1H. br) , 7. 18-7. 05(2H, m) , 7. 43-7. 25(7 
H,m).7.53(lH.d,J=7.6Hz),7.82(lH,d,J=7.8Hz), 8.20(2 
H,d,J=7.(»iz) 

(59-5) (E) -4- (2- (2- (N- (bHo 

^i^;i^rsy;»;i^;K~;i>-j><^;i^) -N- (p-h;i^x> 

(E) -4- (2 - (2 - (N- (*;^*'^>';<^;P) 
-N- (p-^;^a:>'A;^;^— /U-) T$y) yx~;U) 
b— /l/-) bUi^y l-:f=^i^H (1.0g)cO>^^^n;^^ 
9:/ (20m 1 ) »»?8t^r. \^-:^^)V^)Vi!r^^}> (525 
mg ) . 7K?§1t;{7;P';t<>^'>f 5 K • SSffi (679m g ) . 
bHn^i^'^yV'MrTV'-;^ (334m g) atXO—r 
h^b Knb^r:/Pb Ko^v-y^r^^^ (304m g) 5: 

*7)c«EKv^:f ^^i.TS£«. iSEETJ§ 
SISrS^L/::. ^SES:. v'U^^Vl-^^nvfiJ^^r^ ^- 
(>''^o^;^:^:^ : ;^5^y-;P=l 00 : I'-l 0 : 

1 ) 'Qmmi.fz. %ht\fz^min^ ^ J -}v (45m 

'fL'&il*! (400mg) ^%fz. 
1 H-NMR (400MHz , DMSO-dg ) 

2.35(lH.s),3.98(lH.d,J=15.5Hz).4.24(lH,d.J=15.5H 
z) , 6. 92(1H. d, J=8. OHz) . 7. 03(2H. d. J^. 8Hz) . 7. 14 (IH. 
d . J=16 . 5Hz) , 7 . 32-7 . 28 (IH . m) . 7 . 43-7. 38 (3H . m) . 7 . 59 (2 
H.d,J=8.8Hz),7.78(lH.d,J=16.5Hz). 7.87(lH,d, J=7.4H 
z).8.56(lH,d.J=6.0Hz),8.93(lH.s).10.52(lH,s). 
[0 2 2 73 (^ifeg>J60) (E)-4-(2~(2- 
(N- (bHo^^7UT$y^;l-:j<::^;l^;><f-;U) -N- 
( p- h;l^x>-;^;1^7n-;W) T^y) :7xX;U) b^ 

;W) bU>-^V( ffll^^k'^ife#^ 1-52) 



(6 0- i ) (E) -4- (2- (2- (N- (7»;U4< 
^^^.Xf-;!^) -N- (p-h;pxy;:^;l^7|^x;l^) 
y ) 7xx;p) b^~;P) bU>^^^ • 

(E) -4- (2- (2- (N- ( t-yh^i/';*;P4< 
z:^}V?^'i-}V) -N- (p-h/Pxy;^;U';f.:^;U) T5 
y) :7x:i;U) b'::.;^) \:^)-JV (300m g) (r>i^i^^ 
(20m 1 ) mm:L. igtSB! (5m 1 ) iit^L. 2^ 

»^>ii7tSaE5'£^x^/Ux-7^;^-C«fe}tL. 

>^b-^!}4^(210mg)S:^#7^^. 

(60-2 ) (E) -4- (2- (2- (N- (bHo 

^^^;i^T$ y^;U/i^^::^;i^:>^^7U-) -N- (p-h;i/xy 
;^;l^;f.xyl^ ) T S y ) 7 x ) b^x;l^ ) b 'J > 
(E) -4- (2- < 2- (N- (;&/P/if^>^;^f-/l') 
-N- (p-h;Uxvx;U7^x;U) rsy) 7x~;P) 
b'x;!^) b U • tSe^ (210m g ) (^-J^uiVt^ 9 
V (10m 1 ) ®?S?gt. N-yf-zl^^yl^i^'Jy (239m 
g ) . 5 H ■ (136mg ) . b 

Ko^i^^yVhUrV-;^ (96mg) . mfO-^TY 
^bHob^xy^bKo^i^/U-rS^' (61m g) 2:Sd 

yyy \ y^^y— ;k=i 00:1 

-10:1) TTltSLTt. ^^>:h./v:afe3K*S:;^i5^y- 

;u (20ml ) tci§»L. p-h;^x>-x;^*:yS - ItK 

Sr^BX. y:^y-;Hc:SJSL. te*3^ig7k^':hb U >>A 

y^y-/PS.i;lfKxf-;U'Cafc?^U. BW-fL^tRj (5m 
g) ^ntz. 

iH-NMR(400MHz,DMSOd6) 

2.31(3H,s).4.00(lH.d.J=15.8Hz),4.25(lH.d,J=15.8H 
z),6.92(lH,d,J=7.8Hz), 7. 13(lH.d.J=8.2Hz). 7.43-7.26 
(6H, m) , 7. 56-7. 46 (3H , m) , 7 . 82 (IH , d , J=7. 8Hz) , 8. 23 (2H, 
d, J=6. 9Hz) . 8.95(1H. s) . 10. 54(1H. s) . 

[0 2 28] (^<^161) (E)-4-(2-(2- 

(N- (s^ry^^/u) -N- {p-h)v:juyx}Vit's- 

)\^) rsy) :7x-/U) b^x;p) \^'}'Jy m^it^ 

#-^1-34) 

*^'ft;^Mi^A(6 0% in mineral oil, 2 3 8m 
g)CODMF (1 Om 1 ) SSJStC. ;>K^T. (E)- 
4-(2-(2 - (4-;< h^z^'<^y'^y:^)V7)r^:=^)V) 
rsy) 7x-;U) b'xyu) bU>-'>' ( l. 82g) CO 
DMF (20ml ) m^^lSSiL. M^ST 3 0 tJi-Jft*^ L 
7t. tIcJ^T. 3-Kr-bh-MI;K0. 4 3ml) & 

jo;i. 3^PBmf LT^^fife. 7mit'rh')^Meo% in 

mineral oil, 1 1 9 m g)atA'3— KT-b h U^P 
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(0. 2 2ml) imt. ^hizis^mtmtfz. R 

SaESr y y;P;<? ^ A a V h ^ ^ :7 ^ - ( Av^-t 

>- : Sg?xf-/U= 2 : 3-0 : 3)"C»St7t^. Me 
r ckiaSD— yN'-X^^ix (i;^^nn;»f : s^^^y- 
/P=4 9 : 1 ) T'ffigUT. BW^t-^ ( 5 0 1 m g ) 

iH-NMR(400MHz,CD30D) 

3.76(3H.s),4.70(lH.br d.J=16.0Hz) ,4.78(lH,br d,J=l 
6.0Hz).6.99(2H,d,J=8.8Hz), 7.11(lH,d.J=16.4Hz),7.1 
6 (IH, d , J=8. OHz) , 7. 35-7. 42 (2H , m) , 7. 43 (2H, d, J=6 . OH 
z) . 7. 49(1H. t. J=8.0Hz) . 7. 67(2H. d. J=8. 8Hz) . 7- 90(1H, 
d . J=8 . OHz) . 8 . 48 (2H . d . J=6 . OHz ) » 
[0 2 29] (Iltfegy62) (E)-4-(2-(2- 

(N- (f^ry^-^;u) -n- ( p - h;i^aiy.x;P:^~ 

Ji{MS^<t^?&»-^l-3 3) 

(E) -4- (2- (2- (N- (i^ry^f-Zl^) -N 

;P) trUi^V ( 1 50mg) C75i;^^'ao;»C:$^>' (3m 
1 ) mmirZTk^T. m-^aa3a$A#®^ (128m 

g) s:jDi.s o-c-ciB#Ba. miaLX'2mmmLtz. & 

-ft^JK? ( 1 03mg) ^r*|;t. 
^H-NNR (400MHz, CDs OD) 

3.80(3H,s),4.72(lH.br d. J=16. OHz) ,4.77 (lH,br d,J=l 
6 . OHz ) . 7 . 00 (2H , d . J =8 . 9Hz) , 7 . 10-7 . 16 (2H , m) , 7 . 3 1 -7 . 4 
0 (2H, m) , 7. 49(1H , t, J=7 . 3Hz) . 7 . 56 (2H, d , J=7. IHz) , 7. 66 
(2H,d,J=8.9Hz),7.89(lH.d.J=8.0Hz),8.27(2H,d,J=7.1H 
z). 

[0 2 30] (SlifefflJ63) (E)-4-(2-(2- 
(N- ( (Q-^h^b HQb7>--2--f;U) bHn 
^>-;l-T^y:»;^d<>::^;l^.;^^;U) -N- 
<y-ifvx;U;^^;l^) TS^) 7x~;W) b':i;i^) 
il>:(t?iJ^^-^»^ 1-22) 
(E) -4- (2- (2- (N-;<?/U'7K=^S/;^f-;^) - 

Sy) 7x-;U) b'-;U) tfy>?V-fflB!« ('300m 
g) OS/^Q/U^^^y (30m 1 ) mW&^Z^ N-y^;P 
'J y (329m g ) . ^ K • SB! 

fi(187mg) . b Kn=^>'^vrhyry-;P (132m 
g) ay^O—fh^b Hu7^— ;Ub K v-y^T 5 
(70m g) itXit. mm:3^fm,m.fz. RiCi^T 



o-^hr^^^ -f — I y^ir 10 

0 : 1-10: 1) reSLTt:. 
-x;WCTi!fcrl^L. ae<Kb-^!» (ISOmg) 
1 H-NMR (400MHz, DMSO-dg ) 

1.91-1.66(4H,in),3.75-3.73<5H.m),4.28(lH.d.J=15.3H 

z) 5. 15-5. 04(1H, m) . 6. 95-6. 91(lH.m) , 7. 04(2H, d. J=8.8H 

z),7.19(lH.d,J=16.5Hz),7.33(lH.m,J=7.5Hz),7.41(lH. 

t,J=7.5H2>,7.47(2H,d,J=5.3Hz),7.59(2H,d,J=8.6Hz). 

7.75-7.71(lH,m).7.89(lH.d,J=7.8Hz).8.61(2H.d,J=5. 

2Hz).11.07(lH,d,J=«.6Hz). 

[023 1 ] {mmmeA) (e)-4-(2-(2- 

(N- ( (O— rh7bHPb7y-2-^;l/) bHP 

<:^-b>x;l/7^::i;i^) TSy) 7x^;i^) \^:=-)\^) 
5» 1 - ^ K ( g!l^>ft:^4j!l## 1 -21) 
(E) -4- (2- (2- (N-;i7yW*:^>';><f*;P) - 
N- (4-;^h^v"<.:^Hf>'X;^d;-;P) TSy) 7x 
r:;p) b'-zl^) eUi/'V l-it^v-K (200mg)cr)>^ 
:;^o;P^5^y (20m I ) N-;)<f^;^^;P:M; 
>- (138mg ) . im^:^)Vifsi;^ 5 H • Wm (131m 

g ) . b Kn:^ ix^wb u ry-;p (92m g ) mfo 

-rb^b Hn:7^— yUb Ko^rS^y^rS V (49mg ) 

(Sx:^oa;)Ci^>' : ^^?y-/l^=l 00:1 — 1 
0:1) X'l^mLtz. n^1rifz^mii^i'J:^^)VJ:^- 
'r)i^X*mnL. ^mt^ (60m g) irmtz. 

1 H^^MR (400MHz, DMSO-dg ) 

1.93-1.70(4H,m), 3.75-3.71 (5H,in), 4. 03(lH.d,J=15.5H 
z),4.29(lH.d,J=15.5Hz), 5. 16-5. 10(1H,id), 6.96-6.90(1 
H.iD),7.07(2H,d,J=8.9Hz).7.16(lH.d,J=16.5Hz).7.36- 
7. 29 (IH, m) , 7. 45-. 39 (IH, m) , 7. 50 (2H. d, J=5. 2Hz) . 7. 61 
(2H, d, J=8. 6Hz) . 7. 73 (IH.d, J=16. 5Hz) , 7. 89(1H. d, J=7. 9 
Hz) , 8. 22(2H, d, J=5. 3Hz) . 11 . 00(1H. d, J=8. 6Hz) . 
[0 2 32 1 (^W63) (E)-4-(2-(2- 

(N- (b Kp^s^;ur5y;»;l^;j^^;uy-^/l^) -N- 

eri;!^ ) b U ( gnj^-ft:-^^-^ 1-72) 
(65-1 ) (E) -4- (2- (2- (4-i^ry^ 

(E) -4 - (2- ( 2-r^y 7X-/P) b':::;^) b 
(3.0g) CO\^^)-Jy (150m 1 ) 4-^- 
ryO"tfV-X;^7}s~;U^n^-f H (3.39g) $:Jni. 
mSLX3Q^m^Lfz. MET. bUi^'y^giU. S 
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smit^ (3.62g) in^. 

iH-NMR ( 400MHz, CDCI3 ) 

7. 15(1H. d. J=15. 9Hz) , 7. 28-7. 25(1H. in) . 7. 49-7. 30 (2H. 
m) , 7. 88-7. 70(4H, m) . 7. 92 (2H . d , J=7. 9Hz) , 8. 20(2H , d , J= 
7.7Hz).8.79(2H,d,J=5.8Hz) 

(6 5-2) (E) -4- (2- (2- (N- (t-^ 

K^i^;»;l^:fK~;P;<^;U) -N- ( 4-S^ry^>-Hfy 
x;l^;^-;l^) Tsy) 7xx/i^) b^^;i^) e>ji^y 

(E) -4- (2 - (2 - (4-5^ryOr-fe'>'X;P;^ 

-;ursy) 7j:-;u) b'-;p) triji^':^ (i.5g) co 

i/^f-;P;^yU'i.TS K (DMF) mm (60m 1 ) 

ijivi^^h. (i,72g) . <>:v^T\ yo^:Bi?t~rf^;u 

(0.87g) ^jDi:. M?aT3^fa}i}f t/'c. ^^5fS5?'"tr 

(PKx-f-;!^: n-^:3r^y=l : 1 0 — 1 : 1 ) "CS 
JSLT. a6<HL^i|*l (1.02g) grW^c. 
iH-NMR (400MHz, CDCl 3) 

1.40(9H.s).4.24(lH.d.J=15.0Hz).4.44(lH.d.J=15.0H 
z) , 6. 90{1H, d. J=16. 4Hz) , 7. 20-7. 10(1H. m) ,7. 31-7. 22(3 
H,m). 7.40-7. 35(lH,m).7.60(lH,d,J=16.4Hz). 7. 75(1H. 
d, J=8. OHz) . 7. 90(lH,d, J=8. 8Hz) , 8. 20(2H, d. J^. 8Hz) , 
8.70(2H.d.J=5.8Hz) 

(65-3) (E) -4- ( 2- ( 2- (N- (/y;i^;K 

(E) -4- (2- (2- (N- ( t-yh^i/'^yU'TK 
x;l^>(f-;P) -N- (4-i^ry<y'tf>'-X;U;^i:L;U) 
TSy ) 7xx;^) fx/UbU^^V (l.Q2g) cO>-':t^ 
(50m 1 ) mmz. WSm (lOm 1 ) ^MtL. 2^ 

wm-M^i^fz. KmrTM^. mm^^^nx.. met 

aW^:^(950mg)&^#/::. 

(65-4) (E) -4- ( 2- ( 2- (N- (b Ko 

(E) -4 - (2 - (2 - (N- (*;U?n^£/;^f-;U) 
x;P) tx;P) tfU>?y-*aKS (lOOmg) c7)i/':^n 

y^j^^^y (50ml ) ^^Ktc. N-j><f-;^^;U7^U y 

(lllmg) . im^t)\^if--J'i 5 H • (63m 
g). bHo:afi^^WH»jry-;P (44mg) Jtl/O 

-f-h5bHnb-7x;^bHD:^i^;UrS>' (27mg) 



a;>^^y : ^^y-;^=l 00 : 0:1) TilSS 

L?t. ft4>*i;tefe«^*S:-?<^^>^-->'^ (15m l ) 

p-f/i^xyx/i-^^yS!- l7lc*3^Sran;t. SiST 

&l/BKxf-yU?rjD;c. ^t7t*SAS:-5>lXL. 

Kx-^/UT'Sfe^^L. B«KI:^(35mg) 
iH-NMR(400MHz,DM50-d6) 

2.31{3H,s),4.00(lH.d.J=15.8Hz).4.25(lH,d.J=15.8H 
z).6.92(lH,d,J=7.8Hz),7.13(lH,d.J=8.2Hz),7.43-7.26 
(6H, m) . 7. 56-7- 46(3H , m) , 7. 82 (lH,d , J=7. 8H2) , 8. 23 (2H, 
d.J=6.9Hz),8.95(lH.s),10.54(lH,s). 

[0 2 33] (^tfegy66) (E)-4-(2-(2- 
(N-b Hn^ix/i^r 5y;>&;U/-Kx;l^;<^;l^) -N- 

(4- (;>< j^VX/l^^^x/U-T^y ) <y-bVX;l/;^x 
yP) r^y) :7xx;u) b^x;U) b'!J>-^>- (gH^-fb-^ 
#■^1 -8 0) 

(66-1 ) (E) -4- (2- (2- (N- (t-^ 
V^^^ij)Vif^::z.}V^^}V) -N- (4-r$y^^^'bV 
x;P;jtx;w) r$y) :7xx;p) eji;l^) b'Ji^v 

(E) -4- (2- (2- (N- ( t-rh^S/'vO/U;*-: 
x;uy^/P) -N- ( 4-xhn^y-b'>'X;U7fxj::.;U) 
rSy) :7ixy^) b'xyp) bU i^'V (720mg ) «:X 
(30m I ) . * (5m 1 ) tCjSWL. (811 
mg) ^JDX. i?:V^X\ JB'fLTy^XT^A (7.8m g) 

ap;c;to mm&k 1 2 o-ct^jpiat. n^SMff l^. 

^tCv^X'f-;Px--r;V^rlip;t-C. ^fffiiaSr-^ffi 

SW-ft^?^ (600mg) ^Wz. 
(66-2) (E) -4- (2- (2- (N- (t->^ 
h^v-;»;P7Kx;i^y-f-/U) -N- (4- ( ;»< V xyl^i". 
x;ur^y) ^>-fefv;^;l-^x;i^) r^y) :7xx;u) 

(E) -4- (2- (2- (N- ( t-rh^i^7&;U;K 
xyl^^f^/P) -N- (4-T^y^>'-b'>^X;l-:?^x;l/) 
rsy) 7^xx;u) b'x;U) trU v?:^ (600mg ) <r>-J 
^ony ^>'^^ffi (60m 1 ) t::7lc?^Tt3T. h Ux^;u 
rSV (392m g) . ^^^yx;P*x;P:J^D^^ K (162 
mg) 5r. )Wd^^Lfz. SJaT'2B^HlJSlff*. i/^J^on 

y-;P=l 0 0 : 1-10 : 1) TWSt. SS^L-^ 
(250mg) ^mz. 
iH-NMR (400MHz, DhBO-ds) 

1.40(9H,s),2.91(3H,s).4.11<lH,d.J=16.6Hz),4.23(lH, 
d. J=16. 6Hz) , 6. 96(1H, d, J=15. 4Hz) , 7. 35-7. 01 (4H , m) ,7. 
50-7.41 (4H,m),7.63(lH.d.J=15.4H2), 7. 80{2H,d,J=8.1H 
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z),8.50(^,d.J=5.7Hz) 

(66-3) (E) -4- (2- (2~ (N- (;»;l-;tC 
^i^^^fl) -N- (4- ( ^ 5^ y xyi/;^:i.;ur S y ) 

(E) -4- (2- (2- (N- ( t-:/h^>';!?;U.i< 
-yM^yi-) -N- (4- (;^:^>'^y^;^-;l-r5y ) 

>^'y (250mg ) <n-J:^^^V (25m 1 ) Jgtg 

^L. BM^l:^(130mg)S:tt^c. 
(6 6-4) (E) -4- (2- (2- (N-bKo=^ 
i^}VT $ y ;»;U/i<:::>yl';>^ ^/U- ) -N- (4 - (^:^>-;^ 

(E) -4- (2 - ( 2- (N- kf3}Vif^^i^^^)V) 
-N- (4- (;^^>AyP*::^;l^r5y ) '<>'-fef>':^/U' 
T^y) :7x-;^) b^r:;!^) b U i^'V • tSSaS 

(130ing) (7)>?^'an^^^>' {30m 1 ) SjSffilw. N 
-yf^/l^t/Prf^U^- (125mg) . im^iJ)Vifsi;^ ^ 

H • ffiSafi (71m g ) . b HD4ri^^>'Vh UTV-^U 

(50mg) ai^2 8%T>'^:— (23mg ) $:j!ini.. 

m^Lti. giaES:. i/yoi^y/^^'o^h:?^^^^- (>? 

i^n/l-y : y 10 0: 1 — 10: 1 ) T 

&lX»Kxf-;UT^a?*L. a^JYb^JtJo (lOmg) Srft 
fz. 

1 H-NMR (400MHz , DMSO-de ) 

2.82(3H.s),4.05(lH,d,J=16.0Hz),4.24(lH.d.J=16.0H 

z) . 6. 90(1H. d. J=15. 6Hz) . 7. 47-7. 10(5H. m) . 7 . 65-7 . 50(3 
H,in).7.70(lH,d,J=15.6Hz),7.77(2H,d,J^.0Hz),8.62(2 
H.d.J=5.6Hz), 

[0 2 34] (HJfe^je?) (E) -4- (2- (3- 
(N- kriJi3)Vifs^-^:sf^^}V) -N- (4-.;< 
>-<y^>;^;U7^::i;l^) T^y) ^xr.;i^) br:;i^) b 
US^V (0^J^^b'^i|*#-^6 - 2 ) 
(E) -4- (2- (3- (N- {t'-:fV^-^iJ)Vifs 

/i^) TSy ) ^x-7U) b'-/U) b'US^'>^ ( 1 . 2 3 
g ) , (31ml) mfl^:^^^> (12ml) 

Srfflv\ ^fi?!l2-l tHatLT, 1. 15gOe* 



fi^>ii^v:i»* ( 0 . 2 3 g ) . *«ltt;&/l^;J?i^' 
>f5F-JgKS (0. 28g) . \lYtd^I^^VW) 
rV—)V ( 0 . 1 5 g ) . r>'^:xr*: ( 6m l ) . N 
-y-f-zU^/U^UV ( 0. 7 6m 1 ) at/i/'^'ony:^' 
y (5. 0ml ) |lifefi?iJ9 i:l«l«tcLT. 

(7 3mg) 5-f^;t. 
iH-NMR(400MHz, QCI3) 

3.75(3H, s). 4.16(2H. s). 5.58(1H. br.s), 6.48(1H, 
br.s). 6.66(1H, d. J=5.2Hz), 6.76(1H. d, J=16.2H 

z), 6.92(2H,d, J=8.8Hz).7.14-7.19(4H, m), 7.64(2H, 

d. J=8.8Hz). 8.56(2H. d. JM.8H2) « 
[02 3 5] (^*ftfi?!l6 8) (E) -4- (2- (2- 
(N- (b KP#S^;t^r5y;»/P?K::^;l^yf-;l-) -N- 

(4">-ry^>'bV;^/u^x;i^) r^y) :7x^;u) 

~ ) br U ( ffy^-fb^iBBS-^- 1-72) 
(E) -4- (2 - (2 - (N- (;&;U;J<^S^yf-;P) 
-N- (4-£/'Ty^:^'feV:;^/^;f.— ;u) rsy) 7x 
::^;U) b»J • ie^(100iig)OS/:7D/^p< 

rJ^XSOmUSSiStC. N-><^;^ty^d^ U >^(llling) . 
*^;&;PdCi;>f S K • «Kta(63iBg) . b Y^^zy^V 
y h »J r /K44ing) MfO-r- h ^ b H o r.;Pb 
Ko^i^;Pr^>'(28ing)?:Jai.. ^ja'C3^HjSf* L 

i^^JAy}V9u-7V^yy ( >-'i7o;W^^>' : y^ 
y-)V= 10 0: 1-10: 1 ) t^ML^t • %httfz 
a-feJK^*$:y^y-/^ (lOm 1 ) l^zmmL. ttiKS^P 
- h/i^x^xy^rf^v-K • l^Kln4«!i$:jDi.. ^^^"3^0 
m^Ltz. iSJET. »«^e*L. *at/»ffilx^;USr 
jD;i. ^}:.fzt&^i^MLt:. % ^ixtzt^^^ i9 y - 

wm:^^)vximL. ^mit^ (ismg) »7t. 

1 H-NMR (400MHz. DMSO-dg) 

4.35-4.Q2(2H.m), 7.17-7.11(3H.m) . 7.45-7.32(3H.ja) . 
7.66(lH,d, J=16.6Hz).7.83(2H.d, J=8.6H2), 7.89-7. 
87(lH.m), 7.94(2H.d. J=8.6Hz). 8.57(2H,s) .8.99(1H, 
s).10.60(lH.s). 

[0236] mmme 9) (e) -4- (2- (2- 

(N- (b Ho^S^/Ur£y:»/l^;Kx/|^^^;U) -N- 

^}'Jy (flHj^'fb'^*-^ 1-88) 

(69-1 ) (E) -4 - (2- (2- (7xx;i^;^;i^ 

(E) -4- (2- {2-rSy7x-;l-) b'x;l.) b 
U i^':x(2.50g)tOtf y >-X50ml)«?a(w. ^y'k£y7.)V 
^s-)V9uv^ h'(2.47g)^SPi. Sia'C3 0*}SI*L 
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. (3.82g)2:#7^v:. 
1 H-NNR (400MHz. CDCI3 +DH50-d6) 
6.65(lH.d, J=16.6Hz), 7.42-7.23(9H,iii). 7.58-7.53(1 

H. m). 7.62(2H,d. J=8.5Hz), 8.55(2H,d, J=6.2Hz), 9. 
41(lH.s) 

(69-2) (E) -4- (2- (2- (N- (t-y 
h^=^A)Vi<li—)V3t^)V) -N- (7j:-;UX;I>-4^— 

yl-) rsy) 7x-yt^) h'-yt^) tTD v-'^- 

(E) -4- (2- (2- (7x— 
y) 7i-;P) b'-;u) t'j >'V(3.i6g)*oi''^^;u* 

yJ/AT 5 H(DMF)j§JR(100i»l)tC. JtiJ;&;Pi^'>A(3.82 

g), <}i:v>T\ rD^:ps?t-rf-;K2.i6g)$-jni. ^ 

Sr. i^'J;*yyl';<?vi'.^nvh:J^7 7 -f - (pgix^ 

n-A.iiftfv=l : 1 0~1 : 1 ) t^KL-T. S 
e*|-fl:-^!|S»(2.62g)Sr^#/i. 
iH-NMR (400MHz. CDCI3) 

I. 39(3H.s). 4.21 (2H,d, J=9.2Hz). 6.92(lH,d. J=16.5 
Hz). 7.19-7.12(lH,m).7.28-7.22(lH.ni). 7.57-7.30(1 
H.m). 7.73-7.68(3H.«), 8.58(2H,d. J=6.8Hz) 

(69-3) (E) -4- (2- (2- (N- (;»yP;K 

^i^.x^;i^) -N- {y a^—ji'Xtv-t^—jv) T%y) y 

fc— yu-) trui-^v- mm§L 

(E) -4- (2- (2- (N- {t-:/V^i^Ali'7f. 

—juji^jv) -N- <7jt— ypxyp^r*— y^) rsy) 7 

xZi/P) t':=.yU) t:'J>'V(2.62g)<7)>''3r=^-tJ->'(75ml) 

i8isig(20iiii)^jDi. 2mmasi!M^ttz. s 

S- yx^yl^x-f-yP-Tijfejf L . B^^b^m (2. lOg) # 
(6 9-4) (E) -4- (2- (2- (N- (bKP 

^£^;^T$y:^yp?K— yp;^-?-/^) -N- (7x— yUAy^^ 

(E) -4- (2 - (2- (N- (*;p^:^~^^f-yu-) 
-N- (:7x— ywxyu^jt^/i') rsy) 7x-yu) i: — 
)U) b'U v^' • *g^ig(1.00g)<Oi^':7n;U;.<:J'>'(50ml) 
®SaSil;, N-.X-?-yU^:yl'd^U^(1.17g), ^K^^t^yl^ 

y— /K477iiig)XtXO-i^h^t h'Qt^-yt-t 
>'yl/rS>'(299Bg)SriDi., a;Sf S^f^Hf tTt. R 

>-'j7;?yyW^D-7hi/57-f— (>''^a;U^:J' 
>' : ;<^'y-yU= 100: 1—10: 1 ) -CftSSL/i. 



f#^>nite^*?r;X^'y-yK30Bl)tw«§«SU, p-h 
yPxy>^yW7};y|5l • i^sn^jS-lni.. SiBT 3 i^lSIMJf 
L/C. SlSiKfT^. ^ET)§ieSES:S*t. *&yi^i!x 

ypai^Bix^yUt-a^L, BW-fl:^(350ing)#/c. 
'H-NMR (400NHz,DMSQ-ds) 

4.11(lH,d. J=16.1Hz). 4.3p(lH.d. J=16.1Hz), 6.99(1 
H.d. J=16.0Hz).7.11(lH,d, J=8.1Hz). 7.40-7. 29(6H. 
m). 7.60-7.43(4K,b). 7.79(lH.d. J= 8.2Hz).8.17(2H, 
d. J=6.6Hz). 8.90(lH.s). 10.55(lH,s). 
[0 2 37] (3l]teP97 0) (E) -4- (2- (2- 

(N- (T5/;»;W^:=-yl^.x^yi>) -N- (7x-;i^ 
>--if>-xyP;^-yi^) r$y) 7x— yw) t— yl-) fcfO^^' 

y.CtW^^'&if!!*-^ 1-86) 

(E) -4- (2- (2- (N- (;<?;U#^>-;<f-yU) 
-N- (7x— yu;^/!'*— yp) TSy) 7x— /P) h'::. 
;w) eui^'y ■ mirffi(i.oog)co>''^aa^^y(50Bi) 
J^iatfc: . N - f-yi^^:yu* U :x (1 . 17g) . ^m^iDV 
/■Ki^'-f S H • Sl«g(667Bg) . b Ho4f v'O'Vb U T 
y-yK477iiig)2a.t<2 8%r :^^:-r*(211mg) Sr«P;l. 

^ma^y^x-^^. mmst-^i^A-i^^j^x-mk 

^L. @WL-^(800nig)ft;t. 
iH-NMR (40(M(z,mS0-d6) 

4.21(lH,d. J=15.9Hz). 4.29(lH,d, J=15.9Hz). 6.98(1 
H.d. J=16.2Hz), 7.12(lH.d. J=8.2Hz).7.41-7.28(6H. 
m). 7.55-7. 45(4H.b). 7.81 (IH.d. J=8.6Hz). 8.23(21. 
d. J=6.3Hz).8.58(2H.d, J=5.8Hz). 

[0 2 38] {wmi) 

^^jf-i^'^A, 2 7 5 m gco^^Stt-feyl'a— X, 11m 
gOT>'7'>'&l/^9 8. 8mgc07:^'1 — ;^Srffl^->TS 

[0239] (WMm 1 ) JS«Jt5i?P$iJ«tt 

leSICffl^, ^/ct>:WBS»KMi2-HX«im:^5»i;^|^gp A** 

mmmM x^om-^titz. KM-12-HxaBa & io%fcs-^*d 

MEM/F12t|ftfe(l!g)S t , 2xl0< cells/wellT'965A7*U 

iDtfc. 72^ratg^tSt;WrTj§^(5iiig/nil) $:10yzl/well 

f*^ ±S;^^$-|^L, ^^yPv-fvit^S-DMSOdSOy^l/we 
ll)t*^fi?L, 540nm-C-O9ibt^2riJ«L/:. «a^L;t® 

3feJS^ t fciCsofii* s:aj Lit. 

[0 240] 
[«71 
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IC„ (nil) m^LXa*). tnMmS^bLX^mX'S>i,. 
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(72) j^iE i«m 

«^iBiSiJ(|IZJ£0riTe2#58-f- 

F:5^— A(##) 4C055 MOl AA17 BAOl BA02 BA27 
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DAOl DA27 DB16 
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